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3. In the drawings, any words are not translated. 

CLAIMS 



[Claim(s)] 

[Claim 1] General formula (1) 
[Formula 1] 

-tj-ui 

(1) 




^ ^^e inside of a formula, and Rl - a hydrogen atom, a hydroxy group, a halogen atom, and C one to 8 alkyl 
"giroup A C2-8 alkenyl radical, C2-8 alkynyl group, a C3-8 cycloalkyl radical, A C3-8 cyclo alkenyl radical, a 
CI -8 halo alkyl group, the heterocycle radical that may have the substituent, The aryl group which may have 
the substituent, the amino group, a CI -8 alkylamino radical, a Cl*-8 halo alkylamino radical, the CI -8 alkyl 
(halo alkyl) amino group, or a Cl-8 dialkylamino radical is expressed. A heterocycle radical expresses a pyridyl 
radical, a pyrroUdinyl radical, a piperazinyl radical, a mol HORINIRU radical, or a piperidyl radical here. R2 
expresses a CI -8 halo alkyl group, R3 expresses the aryl group which may haye the hydrogen atom, the CI -4 
alkyl group, and the substituent, and L expresses a halogen atom, CI -4 alkyl group,, a C 1 -3 halo alkyl group, 
Cl-4 alkoxy group, or a Cl-3 haloalkoxy radical, n expresses the integer of 0,;or 1-5, and A expresses N or CH. 
The AZORO pyrimidine compound expressed or its salt, 
[Claun 2] General formula (2) 
[Formula 2] 

?a roL, 



/-'I R2, L, and n express the same semantics as the above among a formula, and R4 expresses the phenyl group 
Nvriuch may have the CI -4 alkyl group or the substituent.) - the compound expressed and general formula (3) 
[Formula 31 . ' ' • ; 



(— A and R3 express the same semantics as the above among a formula.) — general formula (4) characterized 
by making the compound expressed react 
[Formula 4] 




(4) 



(- A, R2, R3, L, and n express the same semantics as the above among a formula.) - the manufacture approach 
of an AZORO pyrimidine compound expressed. 
[Claim 3] General formula (1) 
[Formula 5] 
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(- A, Rl , R2, R3, L, and n express the same semantics as the above among a formula.) ~ pest control agent 
characterized by containing one sort of the AZORO pyrimidine compound expressed or its salt, or two sorts or 
more as an active principle. 

[Translation done.] 
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DETAILED DESCRIPTION 



[Detailed Description of the Invention] 
[0001] 

[Field of the Invention] This invention relates to the pest control agent which contains a new AZORO 
pyrimidine compound, its manufacture approach, and this compound as an active principle. 
[0002] 

[Description of the Prior Art] Although much prevention drugs are used to the disease of a crop in vegetation of 
a plantation art crop, there is not little what is hard to be called prevention medicine which should not 
necessarily be satisfied from a viewpoint of effect by the toxicity and the environment as opposed to men-and- 
( ' "}asts fishes in producing phytotoxicity and contamination in a plant body **** [, and ]. [ that the prevention 
validity is insufficient or the activity is restricted with the advent of the disease germ of drug tolerance ] 
Therefore, the appearance of the drugs which can be used for insurance with few these faults is demanded 
strongly. 

[0003] As an AZORO pyrimidine compound similar to this invention compound, it is indicated, for example 
that the compound with which the 5th place of a triazolo pyrimidine compound was permuted by WO 99/No. 
41255 official report, the USP. No. 5756590 official report, JP,1 1-035581,A, etc. by the methyl group or the 
chlorine atom is useful as a germicide for plantation arts. 

[0004] However, the compound which has a halo alkyl group in the 5th place, of an AZORO pyrimidine rmg is 
not indicated like this invention. Moreover, the 2-phenyl-4-halogeno-3-oxo-butyrate which is a manufacture 
intermediate product is reference a non-indicated new molecular entity. 
[0005] 

[Problem(s) to be Solved by the Invention] Effectiveness of this invention is trustworthy and it aims at offering 
tiie new AZORO pyrimidine compound which can serve as a pest control agent which can be used for 
insurance, its manufacture approach, and the pest control agent which contains these as an active principle. 
[0006] 

[Means for Solving the Problem] This invention is one general formula (1). 



[rormula 6] 




[0008] the inside of a formula, and Rl ~ a hydrogen atom, a hydroxy group, a halogen atom, and C - one to 8 
alkyl group A C2-8 alkenyl radical, C2-8 alkjniyl group, a C3-8 cycloalkyl radical, A C3-8 cyclo alkenyl 
radical, a CI -8 halo alkyl group, the heterocycle radical that may have the substituent, The aryl group which 
may have the substituent, the amino group, a CI -8 alkylamino radical, a CI -8 halo alkylamino radical, the CI -8 
alkyl (halo alkyl) amino group, or a C 1-8 dialkylamino radical is expressed. A heterocycle radical expresses a 
pyridyl radical, a pyrrolidinyl radical, a piperazinyl radical, a mol HORINIRU radical, or a piperidyl radical 
here. R2 expresses a CI -8 halo alkyl group, R3 expresses the aryl group which may have the hydrogen atom, 
the CI -4 alkyl group, and the substituent, and L expresses a halogen atom, CI -4 alkyl group, a CI -3 halo alkyl 
group, CI -4 alkoxy group, and a CI -3 haloalkoxy radical, n expresses the integer of 0, or 1-5, and A expresses 
N or CH. The AZORO pyrimidine compound expressed or its salt 2 general formula (2) 
[0009] 
[Formula 7] 
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[0010] (— R2, L, and n express the same semantics as the above among a formula, and R4 expresses the phenyl 
group which may have the CI -4 alkyl group or the substituent) — the compound expressed and general formula 

(3) 

[0011] 
[Formula 8] 



(3) 



[0012] (— A and R3 express the same semantics as the above among a formula.) — general formula (4) 

characterized by making the compound expressed react 

[0013] 



[Formula 9] 




(4) 



[0014] (— A, R2, R3, L, and n express the same semantics as the above among a formula.) ~ the manufacture 

approach of an AZORO pyrimidine compoimd expressed, and three general formula (1) 

[0015] 



[Formula 10] 



N- 




M--^ ^ (1) 



[0016] (- A, Rl, R2, R3, L, and n express the same semantics as the above among a formula.) — it is the pest 
control agent characterized by containing one sort of the AZORO pyrimidine compound expressed or its salt, or 
two sorts or more as an active principle. 
[0017] 

I '^Tpibodiment of the Invention] This invention is explained to a detail below. In said general formula (1) Rl A 
uydrogen atom; hydroxy group; fluorine, Halogen atoms, such as chlorine, a bromine, and iodine; A methyl 
group, an ethyl group, n-propyl group, CI -8 alkyl groups, such as an isopropyl group, n-butyl, sec-butyl, and t- 
butyl; A vinyl group, l-propenyl radical, 2-propenyl radical, 1-butenyl group, 2-butenyl group, C2-8 alkenyl 
radicals, such as 3-butenyl group; An ethynyl group, 1-propynyl radical, C2-8 alkynyl groups, such as 1- 
butynyl radical and 2-butynyl radical; A cyclo propyl group, C3-8 cycloalkyl radicals, such as a cyclopentylic 
group and a cyclohexyl radical; A cyclo pentenyl radical, C3-8 cyclo alkenyl radicals, such as a cyclohexenyl 
group; A fluoro methyl group, Difluoromethyl group, a trifluoromethyl radical, a difluoro chloro methyl group, 
C3-8 halo alkyl group; l-pyridyl radicals, such as a chloro methyl group, 1 -fluoro ethyl group, 2-fluoro ethyl 
group, and a pentafluoro ethyl group, 2-pyridyl radical, 3-pyridyl radical, 4-pyridyl radical, a 1-piperazmyl 
radical, A 2-piperazinyl radical, a 4-methyl-l-piperazinyl radical, 1-pyrrolidinyl radical, 2-pyrrolidinyl radical, 
3-pyrrolidinyl radical, 1-mol HORINIRU radical (morpholino radical), The heterocycle radical which may have 
substituents, such as 2-mol HORINIRU radical, 3-mol HORINIRU radical, a 1 -piperidiny 1 radical, and 2- 
PIPERINIRU radical; A phenyl group, Aryl group; amino group which may have substituents, such as 1- 
naphthyl group and 2-naphthyl group; A methylamino radical, CI -8 alkylamino radicals, such as an ethylamino 
radical and an isopropylamino radical; CI -8 halo alkylamino radical; methyl (2, 2, and 2-trifluoro ethyl) amino 
groups, such as 2, 2, and 2-trifluoro ethylamino radical, CI -8 alkyl (halo alkyl) amino groups, such as 1- 
trifluoromethyl ethylamino radical; CI -8 dialkylamino radicals, such as a dimethylamino radical and a 
diethylamino radical, are expressed. 

[0018] As a substituent of said heterocycle radical and an aryl group, alkoxy group; nitro group; cyano group;, 
such as halogen atom; methoxy groups, such as a fluorine and chlorine, and an ethoxy radical, etc. is 
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mentioned, moreover, a heterocycle radical and an aryl group are the same in the location of arbitration — or it 
-may be different from each other and you may have two or more substituents. 

[0019] R2 expresses the halo alkyl group of C 1-8, such as a fluoro methyl group, difluoromethyl group, a 
trifluoromethyl radical, a chloro methyl group, a dichloro methyl group, a TORIKURORO methyl group, a 
difluoro chloro methyl group, a fluoro dichloro methyl group, 1 -fluoro ethyl group, 2-fluoro ethyl group, 2 and 
2, 2-trifluoro ethyl group, and a pentafluoro ethyl group. R3 expresses the aryl group which may have 
substituents, such as CI -4 alkyl-group; phenyl groups, such as a hydrogen atom; methyl group and an ethyl 
group, 2-pyridyl radical, 3-pyridyl radical, 4-pyridyl radical, 1-naphthyl group, and 2-naphthyl group. As a 
substituent of an aryl group, alkoxy group; nitro group; cyano group;, such as halogen atom; methoxy groups, 
such as a fluorine and chlorine, and an ethoxy radical, etc. is mentioned, moreover, a heterocycle radical and an 
aryl group are tiie same in the location of arbitration - or it may be different from each other and you may have 
two or more substituents. 

[0020] L expresses CI -3 haloalkoxy radicals, such as CI -4 alkoxy-group; trifluoro methoxy groups, such as 
CI -3 halo alkyl group; methoxy groups, such as CI -4 alkyl-group; trifluoromethyl radicals, such as halogen 
atom; methyl groups, such as a fluorine, chlorine, a bromine, and iodine, and an ethyl group, and an ethoxy 
radical, n expresses the integer of 0, or 1-5, and A expresses N or CH. 

[0021] As a salt of this invention, the salt of organic acids, such as a salt of mineral acids, such as a 
hydrochloric acid and a sulfuric acid, and methansulfonic acid, an acetic acid, oxalic acid, can be mentioned. 
[0022] this invention compound can be manufactured by the following approaches. 
fManufacturing method 1) 
(_)023] 
ppormulall] 



(3) 





[0024] (A, R2, R3, R4, L, and n express the same semantics as the above among a formula, Rl' expresses the 
radical expressed with said Rl except a halogen atom, R5 expresses a halogen atom, and X expresses metal 
atoms, such as magnesium with which the hydrogen atom, the halogen atom, or the halogen atom may be 
( Jmiuted, zinc, and copper.) 

[0025] First, Rl obtains the compound expressed with the general formula (4) which is a hydroxy group by 
making the compound expressed with a general formula (2) react with the compound expressed with a general 
formula (3). Subsequently, after Rl obtains the compoimd (5) which is a halogen atom by halogenating the 
compound expressed with a general formula (4), Rl can manufacture the compound expressed with the general 
formula (1-1) which is not a halogen atom by making the compound fiarther expressed with a general formula 
(6) by the compound expressed with a general formula (5) react. 

[0026] In addition, the method of acquiring a 5-hydroxy object is indicated by by making the compound whose 
R2 is a methyl group, a cyclohexyl radical, etc., and the compound expressed with a general formula (3) react 
to said reference (WO 99/No. 41255 official report, USP. No. 5756590 official report) in the compound 
expressed with said general formula (2) (refer to the following reaction formula). 
[0027] 

[Formula 12] 




[0028] (R6 expresses an alkyl group among a formula, R7 expresses cycloalkyl radicals, such as alkyl groups, 
such as a methyl group, or a cyclohexyl radical, and A, R3, L, and n express the same semantics as the above.) 
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[0029] The reaction of the compound expressed with a general formula (2) and the compound expressed with a 
. general formula (3) is a non-solvent among a solvent, and is preferably performed at 50-180 degrees C -50-200 
degrees C for 1 to 48 hours. As a solvent used, carboxylic-acids [, such as amides; dimethyl sulfoxide; acetic 
acids /, such as an ether; acetonitrile, /, such as nitril; N.N-dimethylformamide (DMF) /, such as aromatic 
hydrocarbon; diethylether, such as amines; benzene, such as triethylamine and tributylamine, and toluene, a 
tetrahydrofuran (THF), and dioxane, and a propionic acid, ]; etc. is mentioned, for example. Also in these, the 
activity of carboxylic acids, such as an acetic acid, is desirable. 

[0030] Halogenation of a compoimd expressed with a general formula (4) is performed by making -50-150 
degrees C of halogenating agents react to the compound expressed with a general formula (4) at 0-120 degrees 
C preferably for 1 to 48 hours, as a halogenating agent - phosphorus oxychloride and oxy-one ~ bromination - 
Lynn etc. is used. 

[0031] The compound expressed with a general formula (1-1) can be manufactured by making -50-150 degrees 
C of nucleophilicity agents expressed with a general formula (6) react to the compound expressed with a 
general formula (5) at 0 degree C - 100 degrees C preferably under existence of a base or a catalyst among a 
solvent. As a solvent used, amides; dimethyl sulfoxide;, such as nitril;DMF [, such as an ether; acetonitrile, ], 
such as aromatic hydrocarbon; diefliylether, such as benzene and toluene, THF, and dioxane, etc. is mentioned, 
for example. Also in these, the activity of ether, such as THF, is desirable. 

[0032] As a base, metal salts, such as amines; silver carbonate [, such as inorganic base; triethylamine, ], such 
as sodium hydride, potassium carbonate, and a sodium hydroxide, and a silver oxide, etc. are mentioned, for 
example. Also in these, the activity of amines, such as triethylamine, is desirable. Moreover, as a catalyst, 
C yganometallic complex [, such as mineral salt; tetrakistriphenyl phosphinepalladium /, such as the 1 st copper 
of iodation, a lithium chloride, and a zmc chloride /, 1, and 3-screw (diphenyl phosphino) propane nickel 
chloride, ]; etc. is mentioned, for example. 

[0033] The compound ejqpressed with the general foraiula (2) used as a start raw material can be manufactured 

as follows, for example. 

[0034] 




(7) (2) 



,rQ035] (R2, R4, L, and n express the same semantics as the above among a formula, and r expresses CI -4 alkyl 
t^^X)ups, such as a methyl group and an ethyl group.) 

That is, the compound expressed with a general formula (2) can be obtained by making the phenylacetic-acid 
ester compound expressed with a geneml formula (7), and the halogeno acetic ester expressed with a general 
formula (8) react to the bottom of existence of a base. 

[0036] as a base which can be used for a reaction, alkali-metal amides [, such as organic metal; lithiimi 
diisopropyl amides, such as metal alkoxide;n-butyl lithium, such as metal hydride; sodium methoxide, such as 
sodium hydride and potassium hydride, a potassium methoxide, a sodium ethoxide, potassixmi ethoxide, 
magnesium ethoxide, and potassium t-butoxide, sec-butyl lithiirai, and t-butyl lithium, and lithium hexa methyl 
JISHIRAJIDO, ]; etc. is mentioned, for example. 

[0037] Moreover, although there will be especially no limit if it is an mactive solvent as a solvent used for a 
reaction, the activity of the inert solvent which may dissolve a reactant is desirable. For example, amide system 
solvents, such as N.N-dimethylformamide, N, and N-dimethyl acetamido and hexa methyl phosphoric-acid 
phosphoroamido; mixed solvent [ of ether system solvents /, such as a tetrahydrofuran, 1 2-dimethoxyethane 
and 1 ,4-dioxane /; or these solvents, and hydrocarbon system solvents, such as benzene, toluene, n-hexane, and 
a cyclohexane, ]; etc. is mentioned. 

[0038] A reaction advances smoothly in the temperature requirement by the boilmg pomt of the solvent -78 
degree-C- Used. By performing the usual after treatment, after reaction termination can obtain the compoimd 
expressed with a general formula (2), and it can be used for it as a start raw material of manufacture of the 
compound of this invention. 

[0039] Also when which reaction is perfonned, after reaction termination can obtain the specified substance by 
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performing the usual after treatment. The structure of the compound of this invention can be determined from 
. IR, NMR, a MASS spectrum, etc. 
[0040] this invention compound obtained as mentioned above is illustrated to the 1 st table. In addition, the code 
in the 1st table expresses foUovdng semantics, respectively. 

Me: — a methyl group, Et:ethyl group, Pr:propyl group, Bu:butyl, a Hex:hexyl group, and MeAl: ~ in a methyl 
allyl group, a Mor:morpholino radical, a Pyr:2-pyridyl radical, a Pip:l-piperidinyl radical, ninormal, i:ISO, 
cxyclo, and the 1st table, the following compound boils Rl, R2, L, and n, respectively, and they correspond. 
[0041] 
[A table 1] 

S 1 31 




[0042] 
[A table 2] 
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m 1 MiorS^) 



R2 




Ln 






Ln 


CHFt 


c-Hex 


2-CI 




c-Hox 


2-CI 


CHFt 


c-Hex 


M-CI2 


C2F5 


c-Hex 


2,4-Cl2 


CHFj 


o-Hqx 


2.6-CI2 




c-Hex 


2.6-CI2 


CHFj 


c-flax 


2Ae-CIa 


Oih 


c-Hex 


2,4,5-Cl3 


CHFj 


c-Hex 


3-Cf 




c-Hex 


3-CI 


CHFi 


c-Hex 


2-F 




c-Hex 


2-F 


CHFj 


c-Hex 


2,4-F2 


CjFs 


C-Hex 


2.4-F2 


CHF2 


c-Hex • 


2,6-F2 


CjFj 


c-Hex 


2.e-F2 


CHFi 


o-Hex 


2,4,6-F3 


CiF, 


c-Hex 


2.4.6-F3 


CHFj 


c-Hex 


3-F 


C2F5 


c-Hex 


3-F 


OHF2 


c-Hex 


2-Me 


CaFs 


c-Hex 


2-Me 


CHF2 


q-Hex 


2,4-M62 


C2F5 


c-Hex 


2.4-Me2 


CHFj 


c-Hex 


2.6-Ma2 


C2F5 


c-Hex 


2,6-Me2 


CHF2 


c-Hex 


2-CI-6-F 


C2F5 


c-Hex 


2-CI-e-F 


CHF2 


o-Hex 


2,6-F2-4-OMe 


O2F8 


c-Hex 


2.6-F2-4-OMe 


CHFj 


c-Hex 


2.8-F2-4-OCF3 


C2F5 


o-Hex 


2,e-F2-4-OCF3 


CHF2 


c-Hex 


2-C1-8-F-4-OM8 


C2FE 


c-Hex 


2-CI-6-F-4-OMe 


CF3 


c-Hex 


2-CI 


OFjCI 


c-Hex 


2-01 


) CFa 


o-Hex 


2,4-Clz 


CFjGI 


o-Hex 


2,4-Cl2 


CFa 


c-Hex 


2.6-CI2 


CFiCI 


c-Hbx 


2,6-Cl2 


OF3 


c-Hex 


2A6-GI3 


CF2CI 


c-Hbk 


2,4.6-Cl3 


CF3 


c-Hex 


3-CI 


CFjCI 


o-Hex 


3-CI 


CFa 


c-Hex 


2-F 


CFjCI 


c-Hex 


2-F 


CFa 


c-Hex 


2,4-F2 


CF2CI 


c-Hex 


2.4-F2 


CFa 


o-Hex 


2.6-Fj 


CFaCI 


c-Hex 


2,6-F2 


CFa 


c-Hex 


2A6-Fa 


CFjCI 


c-Hex 


2A6-F3 


CFa 


c-Hex 


3-F 


CF2CI 


c-Hex 


3-F 


CFa 


o-Hex 


2-Me 


CF2CI 


o-Hex 


2-Me 


CFa . 


o-Hex 


2,4-Mfi2 


CFjCI 


c-Hex 


2.4-Me2 


CFa 


c-Hex 




CFjCI 


c-Hex 


2.6-Me2 


CFa 


c-Hex 


2-CI-6-F 


CF2CI 


c-Hex 


2-CI-6-F 


CFa 


o-Hex 


2,6-F2-4-OMe : 


CFjCI 


o-Hex 


2.e-F2-4-OMe 


CFa 


c-Hex 


2.6-F2-4-OCF3 


CFjCI 


c-Hex 


2.6-F2-4-OCF3 


CF3 


c-Hex 


2-CI-6-F-4-OMe 


CF2CI 


o-Hex 


2-Ci-6-F-4-OMe 


CHgCI 


c-Hex 


2-CI 


CH2F 


c-Hex 


2-CI 


;jCHaCl 


c-Hex 


2.4-Cla 


CHaF 


c-Hex 


2.4-CI2 
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m 1 









Ln 






Ln 


• 


CHoCi 


cH^BX 




CH2F 

it 


D—Hex 


2,6-CIa 




CHzCi 


c~Hex 


2A6-CI3 


CH2F 


G"Hbx 


2A6-CI3 




CHjCl 

* 


c~Hex 


3-CI 


CH2F 




3-CI 




CH2CI 


c~Hex 


2-F 


CHzF 


c-Hex 


2-F 




CH2CI 


cHex 


2.4-Fi 

* * 


CH2F 


c-Hex ' 


2.4-F2 




CH2CI 


o~Hox 


2,6-F2 


CHzF 


c-Hex 


2,6-Fz 


CH2CI 


c-Hex 


2A6-Fa 


CHgF 


c-Hex 


2.4.6-F3 


CHsCi 


C"Hex * 


3-F 


OH2F 


c-Hex 


3-F 


CH2CI 


c"Hox 


2-Me 


OH2F 


c-Hex 




CH2CI 




2,4-Me2 


CH2F 


c-Hox 


2,4-Me2 


CHaCI 


c-Hax 


2,6-Me2 


CH2F 


c-Hex 


2.6-Me2 


CH2CI 


c~Hox 


2-OI-6-F 


CH2F 


c-Hex 


2-01-6-F 


cH^a 


c"*H©x 


2.B-F2-4-OM6 


CH2F 


c-Hex 


2,6-F2-4-OMe 


CH2CI 


c~Hex 


2.6-F2-4-OCF3 


CH2F 


c-Hex 


2,6-F2-4-OGF3 


CH2CI . 


c""Hbx 


2-CI-6-F-4-OMO 


GH2F 


c-Hex 


2-OI-6-F-4-OMe 


CHF2 


Pip 


2-CI 


C2F5 


Pip 


2-CI 


CHFj 


PId 


Z4-CI2 


C2F5 


Pip 


2,4-Cl2 


CHF2 


P'm 


2,6-Cl5 


CoFs 


Pip 


2«6'*Cl9 


C .) CHFj 


PiD 


2.4,6-Cl3 


CzFs 


Pip 


2,4.6-Cla 




CHFj 


PlD 


3-Ci 


* 0 


Pip 


3-01 


CHFa 


PiD 


2-F 




Pip 


2-F 


CHFa 


PlD 


2,4-F2 


C2F. 


Pip 


2,4-F2 
> <* 


CHF2 


PiD 




t, w 


Pip 


2,6— Fft 


CHFj 


PiD 


2r4.6-F3 


CjFg 


Pip 


2,4.6-F3 


CHF2 


PId 


3-F 


C2F5 • 


Pip 


3-F 


CHF2 


Pio 


2-Me 


CoFo 


Pip 


2-Me 


CHFa 


PiD 


2.4-Me2 


CaFe 


Pip 


2,4-Me2 


CHF^ 


PId 


2,6-Me2 


C2F5 


Pip 


2,$-Me2 


CHFj 


PiD 


2-CI-6-F 


CaFfl 


Pip 


2-CI-6-F . 


CHFj 


PiD 

ri|f 


2,6-Fa-4-OMe 


Core 


PId 


2.6-F2-4-OMe ; 


CHFa 


Pip 


2,6-F2-4-OCF3 


C2F5 


Pip 


2,6-F2-4-OOF, \ 


CHFj 


PiD 


2-CM-F-4-OMa 


CjFs 


Pip 


2-CI-6-F-4-OMe i 


CF3 


Pip 


2--CI 


CF2CI 


Pip 


2-CI 


CF3 


Pip 


2,4-Cl2 


CFjCI 


Pip 


2,4-Cl2 


CF3 


P^P 


ze-cia 


CFjCI 


Pip 


2.6-CI2 


( 


) CFa 


Pip 


2Ae-cij 


CFiCI 


Pip 


2.4.6-CI3 
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m 1 a(o-:5#) 



R2 




Ln 


R2 


Rt 


Ln 


CF3 


Pip 


3-cr 


CFaCI 


Pip 


3-CI 


CF3 


Pip 


2-F 


GF2CI 


Pip 


2-F 


CF3 


Pip 


2.4-F2 


CF2CI 


Pip 


2,4-F2 


CF, 


Pip 


2.a-F2 


CF2CI 


Pip 


2.6-F2 


CFa 


Pip 


2.4.6-F3 


CF2CI 


Pip 


2A6-F3 


CF5 


Pip 


3-F 


CF,C1 


Pip 


3— P 


CF3 


Pip 


2-Me 


CFjCI 


Pip 


2-Me 


CF3 


Pip 


2,4-Me2 


CF2CI 


Pip 


2.4-Me2 


CF3 


PtP 


2,e-Me2 


CFjCI 


Pip 


2,6-Me2 


CF3 


Pfp 


2-CI-6-F 


CF2CI 


Pip 


2-C1-6-F 


CF3 


Pip 


2.6-Fa-4-OMe 


CF2CI 


Pip 


2.e-F2-4-OMe 


CF3 


Pip 


2.6-F2-4-OCF3 


CF2CI 


Pip 


2,6"-F2-4-OOF3 


CF3 


Pip 


2-CI-6-F-4-OMe 


CFjCI 


Pip 


2-CI-6-F-4-OMe 


CH2CI 


Pip 


2-CI 


CH2F 


Pip 


2-CI 


CH2CI 


Pip 


2,4"Cl2 


OH2F 


Pip 


2.4-CI2 


OH2CI 


Pip 


2.6-CI2 


CH2F 


Pip 


2,6-Cl2 


CHiCl 


Pip 


2A6-CI3 


CH2F 


Pip 


2.4,6-013 


CH2OI 


Pfp 


3-CI 


CH2F 


Pip 


3-CI 


} CHaCi 


Pip 


2-F 


CH2F 


Pip 


2-F 


CH2CI 


Ptp 


2.4-F2 


CH2F 


Pip 


2.4-F2 


CH2CI 


Pip 


2.6-F2 


CH2F 


Pip 


2,6-F2 


CH3CI 


Pip 


2.4.8-F3 


CH2F 


Pip 


2A6-F3 


CHftCI 


Pip 


3-F 


CHgF 


Pip 


3-F 


CH2CI 


Pip 


2-Me 


OH2F 


Pip 


2-Me ' 


CHjCi : 


Pip 


2,4-M62 


CHjF 


Pip 


2,4-Mo2'. 


CHaCI > 


Pip 


2,6--Me2 


CHgF 


Rp 


2.6-M62 


, CH2CI 


Pip 


2-CI-6-F 


CH2F 


Pip 


2-CI-6-F 


CH2CI 


Pip 


2,6-F2-4-OMo 


GH2F 


Pip 


2,6-F2-4-OWe 




Pip 


2.6-F2-4-OCF3 


CH2F 


Pip 


2,6-Fj-4-OCF3 


■ .CH2CI ; 


Pip 


2-CI-8-F-4-OMe 


OH2F 


Pip 


2-Gh6-F-4-OMe 


CHFj 


4-Me^Pip 


2-CI 


C2F6 


4-M<s-Pip 


2-CI 


CHF2 ; 


4HMB-Pip 


2,4K3l2 




4-Me-Pip 


2.4-CI2 


CHFj 


4-Me-Pip - 


2,6-0)2 


C2F5 


4-Me-Pip 


2.6-CI2 


CHFz 


4-Me-Pip : 


2.4,6-03 


C2F5 


4-Me-Pip 


2.4,6-013 


CHFj 


4-MB-Pip : 


3-CI 


C2F5 


4-IVIe-Pip 


3-Ci ' 


; ) GHF2 


4-Mb-PIp • 


2-F 


C2F8 


4-Me-Pip 


2-F 
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s 1 a(o-st) 







Lp-I ■ 






I n 


CHP- 
wnrg 


A-Jy/lA-Pin 


2 4-F. 




4~M A~*P tn 

^ ITI D 1 1^ 


2 4-F, 




4'-Me-PiD ' 
f iviw 1 Ik 


2.6-F, 




4'Me-Pb 


2,6-F!> 


CHF, 


AaJ^A— Pin 


2A6-Fa 




4~M8~PtD 


2,4,6-Fa 


CHFa 


4-MA-Pin 


3-F 




4-M6-Plp 


3-F 


CHF« 


d'-Ma— Pin 

■r Ifiw r If/ 


2'Md 




4-Me-PiD 


2-Me 


CHF, 


4-MB-Pin 








2,4-Me2 




*r iVIc rip 


2.6-Me« 


C«F« 


4-Me-Pb 


2.6-Me9 


CHF« 


*T IVIt? r ip 


2-CI-fi-F 




4«Me-Pb 


2-01-6-F 


IV 2 




96-F9-4-0Me 




4.Me-Pin 


2fi-F9-4-OMe 


CHF« 


A— Ma^-PIh 


2.6-F,-4-OCF, 




4'Me-PiD 


2,6-F,-4-OCFa 


CHFi 

wi II 2 


*T (trio I ip 






4-Me-PiD 


2-ChB-F-4-OMe ? 


CFq 


4-Me-PiD 

>rlB 1 ip 


2-CI 

mm N#i 


CFjCI 


4~Mft~PiD 


2-CI 


CF'i 


4-Ma-PiD 


2.4-CU 


GF2CI 


4-Me-Pip 


2,4-Cla 


wi 3 


4-MA-P!n 

•f IVIB^r ip 


2 6-CI, 


CFXI 


4-'Me-PlD 


2,6-019 


0F« 


A'MA-Pin 

•f ivio np 


2 4 6-CU 


CF1G1 


I IIIW 1 Iff 


2.4.6-CU 




4-MA-Pin 




CF«Ci 


4— Ma^Pin 


3-CI 


OR. 


A— Pin 




CF-iCI 


4-MA-Pin 


2-F 


^» 3 


•r ivie rip 


2 4-F* 


CF^Cl 


A-Me-pin : 

~ ITIw I 1^ 


2.4-F» 


. / VPs 


A~IL4a— Divt 
^ i«o^~ip 


2.5-F* 


CF,CI 


4-Me-Pb 




CF« 


4-Mn-PIn 

*r IVIO 1 ip 




CF4ICI 


4-Me'-Pb 

» ITIw • 1^ 


2,4^-Fa 


OF* 


•f IVlD 1 IP 


V r 


OF»CI 


4''M6-Pb 

■ ITIw f 9^ 


3-F 

w 1 


CF* 




2-Md 


CF»CI 


4-Me-Pb 


2-Me 


CF* 

w» 3 


■r IVIO I ip 


24-Me9 


GF9GI 




2.4-Me2 


OF^ 


A^Mtt^Pln 
*r (VIB^nip 


2 e-Meo 


CF^CI 


4-MA-Pb 


2.6-Me9 




IVIo nip 


< 0 r 




4-*Me--Pb 

^ ITIW • ip 


2-CI-6-F 








CF.CI 


4-Mp"43in 
"T iTits mp 


2 6^F9-4-0Me 


^43 




2 6-F«-4-OCF« 


CFiCI 


T IflW 1 'P 


og_r-4«QQp 

fc|V 1I 2 • wwi 3 




*t iVic rip 


o-ni-fi-F-4-CMft 


CF,CI 


4— MA-^in 
~ iTiv mp 


o.n|-6-F-4-OM6 




f IVIB nip 


2-CI 


CH1.F 


A-Ma-Piq 
^ ITI** • 






A-M^'-PSn 
'r iVlc ~ip 


24-CU 

>^i2 


CH^F 


4~Mff»~Pin 

^ ITIw r 1^ 


2.4-CI9 


CHoCi 


*t iVis * ip 








2,€-CU 




1VI8 rip 


2 4 6-CL 


CH.F 


4-Me-Pin ' 
•f IVIC9 ~ip 


2 4 6-GU 


CHaCI 


4-MB-Pip 


3-CI 


CH2F 


4-Me-Pfp 


3-Cl 


CH2GI 


4-Me-Pip 


2-F 


CHjiF 


4-Me-Pfp 


2-F 


CH2CI 


4-Me-Pip 


2.4-F2 


CH2F 


4-Me-Pip 


2.4-F2 


L ) CHaCI 


4-Ma-Plp : 


2,e-Fa 


CH2F 


4-Me-Pip 


2.6-F2 
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m 1 a(-3-:J*) 







In 




R, 


In 


CH2CI 


4-Me-Pip ; 


2A6-Fa 


CH2F 


4-Ma-Pip 


2,4,6HF3 


CH2GI 


4-Me-Plp ' 


3-F 


CH2F 


4-Me-Pip 


3-F 


CH2GI 


4^Me-Pip 


2-Me 


CH2F 


4-Me-Pip 


2-Me 


CH2CI 


4-MeHPIp 


2.4-Me2 


CHjF 


4-Me-Pip 


2.4-Me2 


CH2GI 


4-Me-Plp 


2.6-Me2 


CHaF 


4-Me-Pip 


2,6-Me2 


CHzCI 


4-Me-Prp 


2-GI-6-F 


CH2F 


4-Me-Pip 


2-CI-e-F 


CH2CI 


4-Me-Pfp 


2,6-F2-4-OMb 


CHjF 


4-Me-Pip 


2,6-F2-4-OMe 


CHaCI 


4-Me-Pip 


2,6-F2-4-OCF3 


CH2F 


4-Me-Pip 


2,6-F2-4-OCF3 


CH2CI 


4-Me-Pip 


2-CI-e-F-4-OMe 


CH2F 


4-Me-Pip 


2-01-6-F-4-OMe 


CHFj 


Pyr 


2-CI 


C2F5 


Pyr 


2-a 


CHFj 


Pyr 


2.4-CI2 


O2F5 


Pyr 


2.4-CI2 


CHF2 


Pyr 


2,6-Cl2 


C2F6 


Pyr 


2.e-ci2 


GHF2 


Pyr 


2.4.6-CIa 


C2F5 


Pyr 


2,4,6-cia 


CHF4 


Pyr 


3-CI 


C2F5 


Pyr 


3-01 


CHF2 


Pyr 


2-F 




Pyr 


2-F 


CHFj 


Pyr 


2,4-F2 


C2F5 


Pyr 


2,4-F2 


CHF2 


Pyr 


23-F2 


C2F6 


Pyr 


2.8-F2 


GHF2 


Pyr 


2A6-F3 


C2F5 


Pyr 


2,4.6-F3 


) CHF2 


Pyr 


3-F 


CzFb 


Pyr 


3-F 


CHP2 


Pyr 


2-Me 


C2F5 


Pyr 


2-Me 


GHFi 


Pyr 


2.4-Me2 


C2F5 


Pyr 


2,4-Me2 


GHF2 


Pyr 


2.6-Me2 


CiFa 


Pyr 


2.6-Me2 


CHFj 


Pyr 


2-CI-6-F 


C2FB 


Pyr 


2-CI-e-F 


CHF2 


Pyr 


2,6-F2~4-OMe 


O2F5 


Pyr 


2,6-F2~4-OMe . 


CHF2 


Pyr 


2,6-F2-4-0CF3 


C2F6 


Pyr 


2,8-F2-4-:OCF3 


GHFj 


Pyr 


2-CI-6-F-4-OMe 


C2F5 


Pyr 


2-CI-B-FT4-OMe 


CFa 


Pyr 


. 2-CI 


CF2CI 


Pyr 


2-Ci: 


CF3 


Pyr 


2,4-Clz 


CF2CI 


Pyr 


2,4-Cl2 


CFa 


Pyr 


2,e-Cl2 


CF2CI 


Pyr 


2.e-ci2 


CFa 


Pyr 


2.4.6-GI3 


CFjCI 


Pyr 


. 2.4.8-Cla 


CF3 


Pyr 


3-CI 


CF2CI 


Pyr 


3-CI 


CFa 


Pyr 


2-F 


CFjCI 


Pyr 


2-F 


CFa 


Pyr 


2.4-F2 


CF2CI 


Pyr 


2,4-F2 


CF3 


Pyr 


2,6-F2 


CFiCI 


Pyr 


2,6-F2 


CFa 


Pyr 


2.4.6-F3 


CF2CI 


Pyr 


2.4.5-Fa 


> CFa 


Pyr 


3-F 


CF2CI 


Pyr 


3-F 
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a 1 mo^^) 





Ri 


Ln 


R2 


R, 


U i 


CFa 


Pyr 


2-Me 


CF2CI 


Pyr 


2-Me 


CF3 


Pyr 


2,4-Moa 


CF2CI 


Pyr 


2«4-Me2 


CFa 


Pyr 


2,6-Me2 


CFiCI 


Pyr 


2«6-Me2 


CF3 


Pyr 


2-Ch6-F 


CF|CI 


Pyr 


2-CI-6-F 


CF3 


Pyr 


2,6-F2-4-OMb 


GF2CI 


Pyr 


2,6-Fa-4-OMe 


CF3 


Pyr 


2,6-F2-4-OCF3 


CF2CI 


Pyr 


2.B-F2-4-OCF3 


CF3 


Pyr 


2-CI-6-F-4-OMe 


GF2GI 


Pyr 


2-CI-e-F-4-OMe 


CH2CI 


Pyr 


2-CI 


OH2F 


Pyr 


2-a 


CHzC! 


Pyr 


2.4-CI2 


CH2F 


Pyr 


2,4-Cl2 


CHzCl 


Pyr 


2.6-CI2 


CH2F 


Pyr 


2,6-Cl2 


CH2CI 


Pyr 


2,4,6-Ola 


CH2F 


Pyr 


2.4,e-Cl3 


CH2CI 


Pyr 


3-Cl 


CH2F 


Pyr 


3-CI 


CH2CI 


Pyr 


2-F 


CH2F 


Pyr 


2-F 


CH2CI 


Pyr 


2,4-F2 


CH,F 


Pyr 


2,4-F2 


CH2CI 


Pyr 


2.6-F2 


CH2F 


Pyr 


2.6-F2 


CH2CI 


Pyr 


2A6-F3 


CH2F 


Pyr 


2,4,6-F3 


CH2CI 


Pyr 


3-F 


CH2F 


Pyr 


3-F 


CH2CI 


Pyr 


2-Me 


CH2F 


Pyr 


2-M6 


) CH2CI 


Pyr 


2,4-Me2 


CHjF 


Pyr 


2,4-Me2 


CHsGI 


Pyr 


2,6-Me2 


GH2F 


Pyr 


2.6-Me2 


CH2GI 


Pyr 


2-CI-6-F 


CH2F 


Pyr 


2-CI-6-F 


CHjCI 


Pyr 


2,6-F2-4-aMe 


CH2F 


Pyr 


2,6-F2-4-OMe 


CH2CI 


Pyr 


2.6-F2-4-OCF3 


GH2F 


Pyr 


2,6-F2-4-OCF3 


CH2CI 


Pyr 


2-CI-6-F-4-OMe . 


CH2F 


Pyr 


2-OI-6-F-4-OMe 


GHFj 


rrBu 


2-CI 


C2F5 


n-Bu 


2-CI 


GHFa 


n-Bu 


: 2.4-C(2 


CaFs 


rHBu 


2.4-CI2 


GHFj 


n-Bu 


2,6-Cl2 


GiFs 


rrBu 


2,e-ci2 


CHF2 


n-Bii 


2,4,6-Cl3 


CzFb 


n-Bu 


2,4,6-Cl3 


GHFj 


n-Bu 


3-CI 


C2F6 


n-Bu 


3-CI 


CHFj 


n-BiJ 


2-F 


C2F5 


n-Bu 


Z-F 


CHFj 


n-Bu 


2.4-F, 


C2F5 


n-Bu 


2.4-F2 


GHFj 


n-Bu 


2.6-F, 


GjFs 


n-Bu 


2,6-F2 


GHFj 


n-Bu 


2A6-F3 


C2F5 


n-Bu 


2.4,6-F3 


CHF, 


n-Bu 


3-F 




n-Bu 


3-F 


CHF2 


n-Bu 


2-M© 


C2F5 


n-Bu 


2-Me 


) GHFj : 


n-Bu 


2,4-Me2 


C2F5 


n-Bu 


2,4-Me2 
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* 


1 


Ln 


R2 


Ri 


Ln 




GHF] 


n*"Bu 




C2F6 


n-Bu 


2.6-Me2 

•* 




CHFj 


rrBu 


2-CI-5-F 


C2F5 


n-Bu 


2-OI-e-F 




CHFj 


n-Bu 


^6-F2-4-OMe 


C2F8 


n-Bu 


2,e-F2-4-OMe 


• 


GHF] 


n-Bu 


2.6-F2-4-OCFa 


C2F5 


n-Bu 


2.6-Ft-4-OCF3 




QHFt 


n~Bu 


2-C|-6-F-4-OMe 


C2F5 


n-Bu 


2-CI-e-F-4-OMe 






n-Bu 


2-CI 


CFjCI 


n-Bu 


2-CI 


» 


CFa 


n-Bu 


2.4-CI2 


CF2CI 


n-Bu 


2.4-0)2 




CF3 

Ii 


n-Bu 


2,6-Ol2 


CFaCI 


n-Bu 


2,6-Cl2 




CFj 


n-Bu 


2A6-CI, 


CFjCl 


n-Bu 


2.4.6-CI3 


CF3 


n-Bu 


3-Cl 


CFjCI 


n-Bu 


3-CI 


CFa 


n-Bu 


2-F 


CF2GI 


n-Bu 


2-F 


CF3 


n-'Bu 


2.4-F2 


CF2CI 


n-Bu 


2,4-F2 


CF3 


n-Bu 


2.6-Fi 


CFjCI 


n-Bu 


2.e-F2 


CFa 


n-Bu 


2.4,6-F3 


GF2CI 


n-Bu 


2A6-F3 


CF3 


n-Bu 


3-F 


CF2CI 


n-Bu 


3-F 


CFa 


n-Bu 


2-Me 


CFjCI 


n-Bu 


2-Me 


OF3 


n-Bu 




CFjCI 


rrBu 


2.4-Me2 


CF3 


n-Bu 


2,6-^69 


cFja 


rr-Bu 


2,6-Me2 




n-Bu 


2-Ch6-F 


CF2CI 


rr-Bu 


2-CI-6-F 


1 
• 


CF3 


n-Bu 


2.6-F2-4-OMe 


CF2CI 


n-Bu 


2.e-F2-4-OMe 


CFj 


n-Bu 


2,6-F2-4-OGF3 


CFaOI 


n-Bu 


2,6-F2-4-OCF3 


CF3 


n-Bu 


2-CI-6-F-4-OMe 


CFjCI 


n-Bu 


2-CI-6-F-4-OM6 


CH2CI 


n-Bu 


2-C! 


CH2F 


nHBu 


2-a 


CH2CI 


n-Bu 


2,4-Cl2 


CHjF 


nrBu 


2,4-C!2 


CH2CI 


n-Bu 


2,6-GU 


CH2F 


n-Bu 


2,6-^2 


CH2CI 


rrBu 


2,4.6-Cl5 


CH2F 


rrBu 


2,4.6-013 


CH2CI 


n-Bu 


. 3-CI 


CHjF 


nrBu 


3-CI 


CH^a : 


n-6u 


2-F 


CHjF 


rrBu 


2-F 


CH2C! 


n-Bu 


2.4-F2 


CHjF 


n-Bu 


2.4-F2 


CH2CI 


n-Bu 


2.6-F2 


CHjF 


rr-Bu 


2,6"F2 


cHsa : 


n-Bu 


2A6-F3 


CH2F 


rr-Bu 


2,4.B-F3 




n-Bu 


3-F 


CHjF 


n-Bu 


3-F 


CH2CI 


n-Bu 


2-Me 


CHiF 


n-Bu 


2-Me 


CH2CJ 


n-Bu 


2.4Hi4e2 


CHjF 


nrBu 


2,4-Mb2 


CHgCl 


n-Bu 


2.6-Mej 


GHjF 


nrBu 


2,6-Me2 


(' 
■> 


) CHgOl 


n-Bu 


2-CI-6-F 


CHjF 


n-Bu 


2-CI-6-F 
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% 1 



R2 


Ri 


In 






Ln 


CH2CI 


n-Bu 


2.e-Fj-4-OMB 


CHaF 


n-Bu 


2.6-F2-4-OMB 


CH2CI 


n-Bu 


2,6-F2-4-OCF3 ; 


CH2F 


n-Bu 


2.6-F2-4-OCF3 


CHzCI 


n-Bu 


2-CI-6-F-4-OMe 


CH2F 


n-Bu 


2-01- 6 r 4-OMe 


CHFj 


CFaCHjNH 


2-CI 


CjFe 


CF3CH2NH 


2-CI 


CHF, 


CF3CH2NH 


2.4-GI2 


C2F5 


CFaOHjNH 


2.4-CI2 


CHF^ 


CF3CH2NH 


2.6-CI2 


C2F3 


CF3CH2NH 


2|6— CI2 


CHFj 


CFaCHjNH 


2.4,6-013 


CjFb 


CF3CH2NH 


2.4.6-CI3 


CHFj 


CFaCHiNH 


3-CI 


C2F5 


CF3CH2NH 


3-CI 


CHF; 


CFaCHiNH 


2-F 


C2F5 


CFaCHzNH 


2-F 


CHF, 


CFaCHjNH 


2,4-F2 


C2F5 


CFaCHgNH 


2,4-F2 


OHFj 


CFsCHjNH 


2.6-Fj 


C2F5 


CF3CH2NH 


2.e-F2 


CHF2 


CFaCHjNH 


2A6-F3 




CF3CH2NH 


2,4.6-F3 


CHFj 


CFaCHjNH 


3-F 




CFgCHaNH 


3-F 


OHFj 


CFjCHiNH : 


2-Me 


O2F5 


CF3CH2NH 


2-Me 


CHFa 


CFaCHzNH 


2,4-Me2 


C2F5 


CF3CH2NH 


2,4-Me2 


CHFi 


CFaCHiNH 


2.6-Me2 


C^Fj 


CF3CH2NH 


2,6-Me2 


CHFj 


CFaCHzNH 


2-CI-6-F 


C2FB 


CFaCHzNH 


2-CI-6-F 


CHFj 


CF3CH2NH 


2.6-F2-4-OMe 


O2F5 


CF3CH2NH 


2.6-F2-4-OMe 


? CHFa 


CF3CH2NH : 


2.6-F2-4-OCF3 


C2F5 


CF3CH2NH 


2,6-F2-4-OCF3 . 


CHF2 


CFaCHzNH 


2-CI-^-F-4-OMe 


CgFa 


CF3CH2NH 


2-CI-6-F-4-OMe 


CFa 


CF3CH2NH 


2-CI 


OF2OI 


CF3CH2NH 


2-01 


CFg 


CFaCHzNH 


2.4-CI2 


CFjCI 


CF3CH2NH 


2,4-Cl2 


CFj 


CFaCHjNH 


2.6-CI2 


CF2CI 


CFaCHjNH 


2.6-CI2 


CF3 


CFaCHsNH 


2,4.e-Ol3 


CFgCI 


CF3CH2NH 


2A6-OI3 


CF3 


CF3CH2NH , 


3-CI 


CFjCI 


CFaCHaNH 


3-CI 


CFa 


GFaCHzNH 


2-F 


CF2CI 


CF3CH2NH 


2-F 


CF3 


CFaCHjNH 


2.4-F2 


CF^CI 


CF3CH2NH . 


2,4-F2 


CFj 


CF3CH2NH 


2,6-F2 


CF2CI 


CF3CH2NH 


2,6-F2 


CF3 


CF3GH2NH 


2.4.6-F3 


CF2CI 


CFaCH2NH 


2.4.6'-F3 


CFa 


CFaCHjNH 


3-F 


CF2CI 


CFaOHaNH 


3-F 


CFa 


CF3CH2NH 


2-Me 


CF2CI 


CF3CH2NH 


2-Me 


CF3 


CF3CH2NH 


2,4-Me2 


CF2CI 


CF3CH2NH 


2.4-Me2 


CF3 


CF3GH2NH 


2,6-Me2 


CF2CI 


CF3CH2NH 


2.8-Me2 


CFa 


CF3CHjNH 


2-OI-6HF 


CF2CI 


CF3CH2NH 


2-C1-6-F 


CFa 


CFgCHsNH 


2,6-F2"^-OMe 


CF2CI 


CF9CH2NH 


2,B-F2-4-OMb 


. »; CFa 


CFflCHaNH \ 


2.6-Fa-4-OCF3 


CFaCl 


CFaCHiNH ; 


2.6-F2-4-OCF3 
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m 1 



R2 




Ln 


R2 


Ri 


Ln 


CF3 


CF^CH^NH ; 


2-CI-8-F-4-OMB 


CFaCI 


CF3CH2NH 


2-CI-&-F-^-0Me . 


CH2C1 


CF3CH2NH 


2-CI 


CH2F 


CF3CH2NH ; 


2-CI 


CH2C1 


CF^CHiNH 


2.4-CI2 


CH2F 


CF3CH2NH 


2,4-Cl2 


CHjC! 


CF3CH2NH 


2.6-CI2 


CHaF 


CFaCHaNH 


2.6-CI2 


CH2OI 


CF3CH2NH 


2A6-CI3 


CH2F 


CF3CH2NH 


2.4,6-Cl3 


CH^Cl 


CF3CH2NH 


3-Cf 


OHzF 


CF3CH2NH 


3-Cl 


CH2CI 


CFaCHjNH 


2-F 


CH2F 


CF3CH2NH 


2-F 


CH2OI 


CFaCHjNH 


2.4-F2 


CH2F 


CF3CH3NH 


2.4-F2 


CHjC! 


CFaCHtNH 


2,B-F2 


CH2F 


CF3CHJNH 


2.6-F2 


CHjCI 


CFgCHgNH 


2A6-F3 


CH2F 


CFaCHjNH 


2A6-F3 


GH2CI 


CFjCHaNH 


3-F 


OH2F 


OFgCHaNH 


3-F 


CHjCi 


CF3CH2NH 


2-Me 


CHjF 


CF3CH2NH 


2-Me 


GH2CI 


CFaCHjNH 


2.4-Me2 


CHjF 


GF3CH2NH 


2,4-Me2 


CH2CI 


OF^CHiNH 


2,6-Me2 


CHjF 


OF3CH2NH 


2,a-Me2 


CH2CI 


CF3CH2NH 


2-CI-6-F 


CH2F 


CF3CH2NH 


2-CI-6-F 


CH2CI 


CF3CH2NH 


2.6-F2-4-OMe 


CH2F 


CF3CH2NH 


2,6-'F2-4-OMe 


CHaCi 


CF3CH1NH 


2.6-F2-4-OCF3 


OH2F 


CF3CH2NH 


2,6-F2-4-OCF3 


CH2OI 


CFgCHiNH 


2-^h6-F-4-OMe 


OH2F 


OFgCHzNH 


2-Oh8-F-4-OMe 


) CHF, 


CF3(Me)CHNH 


2-CI 


Ozh 


CF3(Me)CHNH 


2-CI 


CHFa 


GFa(MeX)HNH 


2,4-0(2 


C^Fs 


CF3(Me)CHNH 


2.4-CI2 


CHFj 


CF3(Me)CHNH 


2,6-Cl2 


C2F5 


CF)(Me}CHNH 


2,6-Ol2 


CHF2 , 


CF3(Me)CHNH 


2A6-CI3 


C2F5 


CF3(Me)CHNH 


2.4.6-CI3 


CHFa 


CF3(Me)CHNH 


3-CI 


C2F6 


CF3(Me)CHNH 


3-CI 


CHF2 


CF3(Me)CHNH 


2-F 


OaFs 


CF3(Me)CHNH 


2-F 


CHF2 


CF3<Me)CHNH 


2.4-F2 


C2F, 


CF3(Me)CHNH 


2.4-F2 


CHFa 


CF3<MeX)HNH 


2.6-F2 


C2F5 


CF,(Me)CHNH 


2,e-F2 


CHF2 ; 


CF3(Mo)0HNH 


2A6-F3 


O2F3 


CF3(Me)0HNH 


2,4,B-F3 


CHF2 


CF3(Me)CHNH 


3-F 


C2F5 


CF3(M6}CHNH 


3-F 


CHF2 


CF3(Me)CHNH 


2-Me 


C2F5 


CF3(Me)CHNH 


2-Me 


CHF2 


CF3(Me)CHNH 


2,4-M©2 


C2F5 


CF3(Me)CHNH 


2.4-M82 


CHF2 


CF3(M6)CHNH 


2,6-Me2 . 


C2F5 


CF3(Me}CHNH 


2.e-Me2 


CHFj 


CF3(Me)CHNH 


2-CI-6-F 


C2F5 


CF3(Me}CHNH 


2-CI-8-F 


CHFa 


CF3(Me)CHNH 


2,6-F2-4-OMe 


C2FS 


CFj(Me)CHNH 


2,B-F2-4-OMe 


CHF2 


CFgCMejCHNH 


2,6-F2-4-OCF3 


C2F5 


CFa(M6X)HNH 


2,6-F2-4-OCF3 


CHFj 


CF3(Me)CHNH 


2-CI-6-F-4-OMe \ 


C2F5 


CFiCMaXJHNH 


2-CI-8-F-4-OMe 


: 1. CF3 




1 2-CI 


CFaCI 


CF3(Me)CHNH 


2-CI 
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m 1 ^(-^rSt) 





R, 


1 


Ln 


R2 


Ri 


Ln 






CF3(Me)CHNH 


2,4-Cl2 


CFjCI 


CF3(Me)GHNH 


2.4-CI2 




CF3 


CF3(Me)CHNH; 


2.8-OI2 


CF2CI 


CF3(Me)CHNH 


2,6— Cla . 




CF3 


CFgCMeJCHNH. 


2/I.6-CI3 


CFiCI 


CFa(M6)GHNH 


2.4,6-Cl3 


■ 

• 




CF3(Me)CHNH: 


3-CI 


GFtCI 


GF3(Me)GHNH 


3-CI 


CFa 


GF3(Me}CHNH 


2-F 


CF2CI 


CF3(Me)CHNH 




CF, 


CF3(Me)CHNH 




CF^CI 


0F3(Me)CHNH 


2,4-F2 


CF3 


CFa(Me)CHNH 


2.B-F2 


CFtCI 


CF3(Me)CHNH 


2.6-F2 


CFs 


CF3<Me)CHNH 


2A6-Fa 


CF2CI 


CF3(Me)CHNH 


2.4.&-F3 


CF, 


CF3(Me)CHNH 


3-F 


CF2CI 


CF3(Me)CHNH 


3-F 


CF3 


CF3{Me)CHNH 


2-Ma 


CFiCI 


CF3(Me)CHNH 


2-M6 


CFa 


GFa<Me)GHNH 


2,4-Mo4 


GFsGf 


GF3(Me}GHNH 


2,4-Mea 


CF3 


CF3(Me}CHNH 


2.6-Me2 


CF2CI 


CFaCMeX^HNH 


2,6-Me2 


CF, 


CFa(Me)CHNH 


2-CI-6-F 


CFjCl 


CF3(Me)CHNH 


2-C!-6-F 


CF3 


CF3(M6)CHNH 


2,6-F2-4-OMe 


CFjOl 


CF3(Me)CHNH 


2,0-F2-4-OMe 


CF3 

0 


CF3(Me)CHNH 


2.6-F2-4-OCF3 


OFjCI 


CF3(Me)CHNH 


2,©-F2-4-OGF3 


CF3 


GF3(Me]GHNH 


2-CI-6-F-4-OM6 


CF2CI 


GFa{MB)CHNH 


2-Ch6-F-4-OMe 


CHjCI 


CF3(Me)CHNH 


2-CI 


CH2F 


CF3(Me)CHNH 


2-CI 


OHoCl 


GF3<M6)CHNH 


2,4-Cl2 


OH2F 


CF3(MeX)HNH 


2.4-CI2 


( 


; CH2CI 


CF3(Me}CHNH 




CH2F 


CFaCMeX^HNH 


2.6-CI2 




CHftCI 


GF9(M6)CHNH 


2.4.6-Cl^ 

V 


CHjF 


CFjCMeXJHNH 


2,4,8-013 


CH2CI 


CF3(Me)CHNH 


3-Cl 


CH2F 


GF3(MoX)HNH 


3-CI .. 


OH2CI 


GF3(Me)GHNH 


2-F 


CH2F 


CFjCMeXiHNH 


2-F 


CH2CI 


GF3(Me)GHNH 


2.4-F2 


CH2F 


CFa(MeX)HNH 




OH2C! 


OFa(Mo)OHNH 


2,6-Fj 


CH2F 


GFa(MeX)HNH 


2.6-F2 


CH2CI 


GF3(M6K)HNH 


2.4,6-F3 


CHgF 


GF3(MeX)HNH 


I4.6-F3 


CH2CI 


CF3(Me)GHNH 


3-F 


CH2F 


GFsCMeX^HNH 


3-F 


CH2CI 


CFa(Me)CHNH 


2-Me 


GH2F 


CFa(MeKJHNH 


2-Me ' = 


CH2a 


CFa(M«]CHNH 


2,4-Me2 


OHjF 


GF3(Me}CHNH 


2,4-Me2 


CH2C1 


CFaCMe^GHNH 


2.6-Me2 


CH2F 


CF3(Me)CHNH 


2,6-Me2 . . 


CH2C1 


CF3{Mo)CHNH 


2-CI-6-F 


CHjF 


CF3(Me)QHNH 


2-GI-e-F > 


CH2Ci 


GFa(Me)GHNH 


2.6-F2-4-OMe 


CH2F 


CFgCMeX^HNH 


2.6-F2-4-OMe 


CH2CI 


GF3(Me]CHNH 


2,6-F2-4-OCF3 


CH2F 


GFa(Me)CHNH 


2.6-Fa-4-OCFa 


CH2CI 


CF3(Me)0HNH, 


2-CI-6-F-4-OMe 


CH2F 


CFa(MeX)HNH 


2-Gl-8-F-4-OMe 


CHF2 


c-PenNH 


2-CI 


C2F5 


c-PcnNH 


2-CI 


CHFj 


c-PenNH : 


2.4-Cla 


C2F5 


C-PenNH 


2.4-CI2 


(' ) CHFj 


c-PenNH 


2.6-CI2 


C2F5 


C-PenNH 


2.6-Cla 
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•R2 


Ri 


Ln 


R2 


Ri 


Ln 


CHFa ; 


c-PenNH 


2.4.B-CU 


CaFg 


C-PenNH ' 


2A6-CI3 


CHF2 


c-PenNH ' 


3-GI 


C2F5 


C-PenNH 


3-01 


CHFj 


c-PenNH 


2-F 


CaFj 


C-PenNH 


2-F 


CHFa 


c-PenNH 


2.4-Fj 


C2F5 


C-PenNH 


i4-F2 


CHF3 


C-PenNH • 


2,6-F2 


C2F5 


C-PenNH 


2,6-F2 


CHF, 


C-PenNH 


2A8-F3 


C2F5 


C-PenNH 


2.4.6-F3 


CHFa 


C-PenNH 


3-F 


OzF, 


C-PenNH 


3-F 


OHFj 


C-PenNH 


2-Me 


C2F5 


C-PenNH 


2-Me 


CHF2 


C-PenNH 


2,4-Me2 


CaF« 


C-PenNH 


2,4-Mo2 


CHF2 


C-PenNH . 


2.e-Me2 


C2F8 


C-PenNH 


2,6-Me2 


CHFi 


C-PenNH 


2-CI-6-F 


C2F5 


C-PenNH 


2-CI-6-F 


CHFi 


C-PenNH 


2,6-F2-4-0Me 




o-PenNH 


2,6-F2-4-OMe 


CHFj 


C-PenNH 


2.6-F2-4-OCF3 


CgFg 


C-PenNH 


a6-F2-4-OCF3 


CHFj 


C-PenNH 


2-CI-6-F-4K)Mb 


C2F5 


C-PenNH 


2-CI-6-F-4-OMe 


CF3 


C-PenNH 


2-CI 


CF2CI 


C-PenNH 


2-CI 


CF3 


C-PenNH 


2,4-Cl2 


CF2GI 


C-PenNH 


2,4-Cl2 


CF3 


C-PenNH 


2,e-Cl2 


CF2CI 


c-^enNH 


2.6-CI2 


CF3 


C-PenNH ■ 


2A6-CI3 


CFjCI 


C-PenNH 


2A6-CI3 


) CF3 


C-PenNH 


3-CI 


CFgCI 


C-PenNH 


3-01 


CF3 


C-PenNH 


2-F 


CF2GI 


o-PenNH 


2-F 


CF3 . 


C-PenNH 


2,4-F2 


CFjCI 


C-PenNH 


2.4-F2 


CFa 


C-PenNH 


2,6-F2 


CFgCI 


C-PenNH 


2.6-F2 


CFa 


C-PenNH ; 


2,4.e-F3 


CFaCI 


C-PenNH 


2A6-F3 


CF3 


C-PenNH 


3-F 


CF2CI 


C-PenNH 


3-F 


CFa 


C-PenNH 


2-Me 


CF2CI 


C-PenNH 


2-M6 


CFi 


C-PenNH 


2,4-^62 l 


CF2CI 


C-PenNH 


2,4-Mo2 


CFa 


C-PenNH 


2.6-Me2 


CF2CI 


C-PenNH 


2,6-Me2 


CFa r 


C-PenNH 


2-CI-6-F 


CFjC! 


C-PenNH 


2-CI-6-F 


CFa 


C-PenNH 


2.6-F2-4-OMe 


CF2CI 


C-PenNH 


2.6-F2-4-OMe 


CFa ; 


C-PenNH 


2,6-Fj-4-OCF3 


CF2CI 


C-PenNH 


2.e-F2-4-OCF3 


CFj 


C-PenNH 


2-CI-6-F-4-OMe 


CF2CI 


C-PenNH 


2-CI-6-F-4-OMe 


CH3CI 


C-PenNH 


2-CI 


CHjF 


C-PenNH 


2-CI 


CH2CI 


C-PenNH = 


2,4-Cl2 


CHJF 


C-PenNH 


2,4-012 




C-PenNH 


2.6-CI2 


CHjF 


C-PenNH 


2.6-CI2 


CHjCI 


C-PenNH 


2,4,5-013 


CHjF 


C-PenNH 


z^e-cia 


■ \ CH2CI 


C-PenNH 


3-Cl 


CHjF 


C-PenNH 


3-CI 
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Hz 




Ln 


R2 


Ri 


Ln 


CH2CI ; 


c-PenNH 


2-F 


CH2F 


C-PenNH 


2-F 


CH2CI 


o-PenNH 


2.4-Fj 


GH2F 


C-PenNH 


2,4-F2 


CHgCI 


c-PenMH 


23-Ft 


CHaF 


o-PenNH 


2,6-F2 


CH2CI 


C'PenNH : 


2A6-F3 


GH2F 


C-PenNH 


2.4.6-F3 


GHsCt 


c-PenNH : 


3-F 


GH2F 


C-PenNH 


3-F 


CHjCI 


o-PenNH 


2-Me 


CH2F 


C-PenNH 


2-Me 


CH2CI 


C-PenNH 


2.4-Me2 


CH2F 


C-PenNH 


2.4-Me2 


OHfi\ 


c-PonNH 


2,6-Me2 


OHaF 


C-PenNH 


2.6-Me2 


CH^CI 


o-PenNH 


2-CI-e-F 


OHiF 


C-PenNH 


2-Oh6-F 


CM2CI 


C-PenNH 


2.6-F2-4-OMa 


CHgF 


C-PenNH 


2.6-F2-4-OMe 


CH2GI 


C-PenNH 


2.6-F2-4-OOF3 


CHaF 


C-PenNH 


2,e-F2-4-OCF3 


CH2CI 


o-PonNH 


2-OI-6-F-4-OMe 


CH2F 


o-PenNH 


2-Of-6-F-4HDMe 


CHF2 


Iso-PrNH 


2-CI 


C2F5 


iso-PrNH 


2-CI 


CHFj 


Iso-PrNH 


2.4-Cli 


G2F5 


iso-PrNH 


2,4-Gla 


CHF2 


iso-PrNH 


2,6-Cla 


C2F5 


iso-PrNH 


2,6-Cl2 


CHFj 


iso-Pf-NH . 


2,4,6-Cl4 


C2F5 


iso-PrNH 


2,4,6-Ci3 


OHF2 


iso-PrNH 


3-CI 


C2F5 


Iso-PrNH 


3-CI 


CHFa 


rso-PrNH , 


2-F 


C2F5 


iso-PrNH 


2-F 


) CHF, 


iso-PrNH ; 


2.4-F, 


C2F5 


iBO-PrNH 


2,4-F2 


CHFj 


iso-PrNH 


2,6-F2 


G2F6 


iso-PrNH 


2,6-F2 


CHFa 


Iso-PrNH 


2,4.6-F3 


C2F5 


iso-PrflH 


2.4.6-F3 


CHFj 


iso-PrNH . 


3-F 


C2F8 


iso-Pri^H 


3-F 


CHFa 


iso-PrNH 


2-Me 


CgFg 


iso-PHMH 


2-Me 


CHF2 


iso-PrNH 


2,4-Me2 


C2F5 


iso-PrNH 


2,4-Me2 


CHFj 


iso-PrNH 


2,6-M62 


CzF, 


iso-PrNH 


2.6-Me2 


CHFj 


iso-PrNH 


2-CI-6-F 


C2F5 


iso-PrNH 


2-CI-6-F 


CHFj 


iso-PrNH 


2,6-F2-^-OMe 


C2F5 


iso-PrNH 


2.6-F2-4-OMB 


CHF2 


iso-PrNH 


2.6-F2-4-OCF3 


C2F5 


iso-PH^H 


2,6-F2-4r-OOFj 


CHF2 : 


iso-PrNH 


2-CI-6-F-4-OMe 


C2F5 


iso-PrNH 


2-Ci-*-F-4-OMe 




iso-PrNH 


2-CI 


CFjCI 


iso-PrNH 


2-CI 


CF3 


iso-PrNH 


2,4-012 


CF2CI 


iso-PrNH • 


2,4-Cl2 


CFa 


Iso-PrNH 


2,6-Cl2 


CF2CI 


iso-PrNH 


2(6- CI2 


OF, 


iso-PrNH 


2.4.e-Cl3 


GFaGl 


Iso-PrNH 


2,4.6-Gl3 


CF3 


iso-PrNH 


3-CI 


CF2CI 


iso-PrNH 


3-CI 


CFj 


iso-PrNH 


2-F 


CF2CI 


iso-PrNH 


2-F 


] CFa 


Iso-PrNH 


2.4-F2 


CF2OI 


Iso-PrNH 


2.4-F2 
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Ln 


R2 




Ln 


CFa 


iso-PrNH 


2,8-Fa 


CFjCI 


iso-PrNH : 


2.6-F2 


CF3 


iso-PrNH 


2,4.6-Fa 


CFjCI 


iso-PrNH : 


2Ae-F3 


CF3 


iso-PrNH 


3-F 


CFiCI 


Iso-PrNH 


3-F 


CF3 


Iso-PrlMH ; 


2-Me 


CF2CI 


iso-PTNH . 


2-Me 


CFa 


Iso-PrNH ; 


2,4-Me2 


CFjCI 


iso-PrNH 


2.4-Mea 


CF3 


fe(HVNH . 


2,G-Me2 


CFzGI 


iao-ft-NH 


2,6-Me2 


CF3 


iso-PrNH ; 


2-CI-6-F 


CFiCI 


iso-PrNH 


2-CI-6-F 


OFa 


isQ-PrNH 


2,6-F2-4-OMe 


CFjCI 


iso-PrNH '■ 


2,6-Fa-4-OMo 


CF3 


isoHVNH ; 


2,6-F2-4-OCF3 


CF2CI 


Iso-frNH 


2,6-F2-4-OCF3 


CFa 


iso-PrNH 


2-a-6-F-4-OMe 


CF2CI 


iso-PrNH 


2-CI-6-F-4-OMO 


OH2CI 


iso-PrNH 


2-01 


CH2F 


iso-PrNH 


2-CI 


CH2CI 


iso-PrNH 


2,4-Cl2 


CH2F 


iso-PrNH 


2.4-CI2 


GH2CI 


iso-PrNH ' 


2,6-Cl2 


CHgF 


iso-PrNH 


2.6H3I2 


OH2CI 


iso-PrNH 


2,4.e-ci3 


CHjF 


Iso-PrNH 




OH2OI 


iso-PrNH 


3-CI 


OH2F 


iso-PrNH 


3-CI 


CHpl 


iso-PrNH 


2-F 


CH2F 


leo-PrNH , 


2-F 


CH2CI 


Iso-PrNH 


2.4-F2 


CHaF 


iso-PrNH 


a4-Fa 


CH2GI 


iso-PrNH 


2.6-F2 


CH2F 


Iso-PrNH 


2,6-F2 


; CHza 


iso-PrNH 


2A6-F3 


CH2F 


iso-PrNH 


2,4,6-F3 


CH2CI 


iso-PrNH 


3-F 


CHaF 


Iso-PrNH 


3-F 


CHjCI 


iso-Prt^H 


2-Me 


CH2F 


iso-PrNH 


2-Me 


CH2CI 


iso-PrNH 


2.4-Me2 


CH2F 


iso-PrNH 


2.4-M02 


CHgCI 


iso-PirNH 


2.6-Me2 


CHaF 


Iso-PrNH 


2,6-Me2 


CH2OI 


Iso-PrNH 


2-Ci-6-F 


CH2F 


Iso-PrNH . 


2-CI-8-F 


CH2CI 


iso-PrNH 


i6-F2-4-0Me 


CHaF 


Iso-PrNH : 


2.6-Fa-4-OMe 


CH2CI 


Iso-PrNH : 


2.6-FZ-4-OCF3 


CHaF 


Iso-PH^H 


2.6-F2-4rOCF3 


CH2CI 


Iso-PrNH 


2-CI-8-F-4-OMe 


CH2F 


Iso-PrNH : 


2-CI-8-F-4-OMe 


CHF2 


sec-BuNH 


2-CI 


C2F5 


seo-BuNH 


2-GI 


CHF2 


sec-BuNH 


2,4-Cl2 


C2F5 


sec-BuNH - 


2,4-Cl2 


OHF2 


sec-BuNH 


2.6-Cla 


OiF, 


60C-BuNH 


2.6-CI2 


CHF2 


sec-BuNH 


2,4.6-Cl3 


C2F5 


aec-BuNH 


2,4,6-Cl3 


CHFj 


sec.-BuNH 


3-CI 


C2F5 


sec-BuNH 


3-CI 


CHFa 


sec-BuNH : 


2-F 


OJF, 


sec-BuNH 


2-F 


CHF2 


sec-BuNH 


2,4-F2 


C2F5 


sec-BuNH 


2.4-Fz 


CHF2 


sec-BuNH ; 


2.6-F, 


C2F6 


sec-BuNH ' 


2.e-F2 


] CHFa 


sec-BuNH 1 


2A6-F3 


C2F5 


sec-BuNH 


2Ae-F3 
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R2 


R, 


Ln 


Rz 


Ri 


Ln 


CHF, 


sec-BuNH 


3-F 


CaFs 


sec-BuNH 


3-F 


CHFa 


sec-BuNH 


2-Mb 


C2Fa 


SflC-BuNH 


2-Ma 


CHF^ , 


sec-BuNH 




C2F5 


seo-BuNH 


2,4-M©2 


CHF, 


sec-BuNH 


2,e-M82 




sec-BuNH . 


2,6-Me2 


CHFj 


sec-BuNH 


2-C1-8-F 


C2F5 


aec-BuNH 


2-CI-6-F 


CHFj 


eec-BuNH 


2.6-F2-4-OMe 




sec-BuNH 


2,6-F2-4-OMe 


CHFa 


sec-BuNH : 


2.e-F2-4-OCF3 




sec-BuNH 


2.6-F2-4-OCF3 


GHFj 


sec'BuNH 


2-CI-6-F-4-OMe 


C2F5 


sec-BuNH 


2-CI-S-F-4-OM© 


CFa 


SGG-BuNH 


2-CI 


CF2CI 


sec-BuNH 


2-01 


CF3 


sec-BuNH 


2.4-Cf2 


CFjCI 


sec-BuNH 


2,4-Cl2 


CF3 


sec-BuNH 


2,6-Cl2 


CF2OI 


sec-BuNH 


2.6-012 


CFa 


seo-BuNH 


2.4.6-Cla 


CF2CI 


seo-BuNH 


2,4.e-a3 


CF3 


sec-BuNH 


3-CI 


CF2CI 


sec-BuNH 


3-CI 


CF3 


sec-BuNH 


2-F 


CF2CI 


secr-BuNH 


2-F 


CFa 


aeo-BuNH 


2.4-F2 


OF2CI 


seo-BuNH 


14-F2 


CFa 


secr-BuNH 


2.B-F2 


CFjCI 


seo-BuNH 


2,6-F2 


CFa 


sec-BuNH 


2.4,8-Fa 


CFaC! 


see^BuNH 


2.4.6-F3 


CFa 


sec^'BuNH 


3-F 


CF2OI 


sec-BuNH 


3-F 


i CFa 


aeo-BuNH 


2-Me 


CFjCi 


seo-BuNH 


2-Me 


CFa 


sec-BuNH > 


2.4-Me2 


OFjCI 


secr-BuNH • 




CFa 


sec-BuNH ■ 


2,6-Mez 


OF2CI 


secBuNH 


2,6-Me2 


CFa 


aec-BuNH * 


2-CI-6-F 


CFjCI 


sec-BuNH • 


2-Ch6-F 


CFa 


eec-BiiNH 


2.6-F2-4"0Me 


CFjCI 


eeo-BuNH - 


2.ehF2-4-OMe 


CFa 


sec-BuNH ' 


2.6-F2-4-OCF3 


CF2CI 


sec-BuNH 


2,6-F2-4-OOF3 


CFa 


sec-BuNH \ 


2-GI-6-F-4-OMe 


CF2CI 


sec-BuNH 


2-CI-6-F-4-OMO 


CH2CI 


$eo-BuNH : 


2-CI 


CH2F 


seo-BuNH 


2-CI 


CHaCI 


sec-BuNH 


2,4-Cl2 


CHjF 


sec-BuNH 


2»4-Clj 


CH2CI 


sec-BuNH 


2,6-Cl2 


CH2F 


sec-BuNH 


2,6-Cl2 


CHjCI 


sec-BuNH ; 


2A6-CI3 


CHgF 


sec-BuNH 


2.4,6-Cla 


CH2CI 


sec-BuNH 


3-Cl 


CHjF 


sec-BuNM 


3-CI 


CH2CI 


sec-BuNH 


2-F 


CH2F 


seo-BuNH 


2-F 


CH^CI . 


sec-BuNH • 


2.4-F2 


CH^F 


seo-BuNH 


2,4-F2 


CHaCl 


sec-BuNH ' 


2.B-F2 


CH2F 


sec-BuNH 


2,6-F2 


CH2CI 


sec-BuNH 


2A6-F3 


CHjF 


sec-BuNH 


2,4.6-F3 


CH2CI 


seo-BuNH '• 


3-F 


CH2F 


seo-BuNH 


3-F 


^ CH2CI 


sec*^uNH - 


2-Ma 


CH2F 


sec-BuNH 


2-Me 
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Hz 




Ln 




Ri 


In ' 


cHsCi ; 


sec-BuNH - 


2,4-Me2 


CHaF 


seo-BuNH ; 


2,4-Me2 


CH2CI 


sec-BuNH 


2,6-Me2 


GH2F 


sec-BuNH 


2,6-Me2 


CH2CI 


sec-BuNH 


2-CI-6-F 


CH2F 


sec-BuNH 


2-CI-6-F 


CHaCI . 


sec~BuNH 


2.e-Fa-4-OMe 


CHaF 


sec-BuNH 


2.8-F2-4-OMe 


CH2GI 


sec-BuNH 


2,6-F2-4-OCF3 


CH2F 


sec-BuNH : 


2,6-F2-4-OCF3 


CHjCI 


aeo*-BuNH 


2-CI-6-F-4-OMe 


CH2F 


seo-BuNH 


2-CJ-6-F-4-OMe 


CHFj 


4-F-c-+lex 


2-CI 


CjFb 


4-F-c-Hox 


2-CI 


CHFi 


4-F-c-+<ex 


2,4-012 


C2F5 


4-F-o-Hex 


2,4-01, 


CHF2 


4^F-c-Hex 


2.B-CI2 


C2F5 


4-F-C-H6X 


2,6-Cl2 


CHF, 


4-F-c-Hex 


2,4,6-Cl3 


C2F6 


4-F-o-Hex 


2.4,6-013 


OHF2 


4-F-c-Hex 


3-CI 


CiFs 


4-F-c-Hex 


3-CI 


CHF2 


4-F-o-Hex 


2-F 




4-F-c-Hex 


2-F 


CHFj 


4-F-c-Hex 


2,4-F2 


C^Fb 


4-F-c-Hex : 


2.4-F2 


CHF, 


4-F-c-Hex 


2.8-F2 


OzFs 


4-F-o-Hex 


2.6-Fa 


CHFj 


4-F-c-Hex 


2A6-Fa 


C2F5 


4-F-c-Hex 


2,4,6-F3 


CHFj 


4-F-c*H©x 


3-F 


C2F5 


4-F-c-Hex 


3-F 


CHFj 


4-F-o-Hex 


2-Me 


Q2F5 


4-F-o-Hex ' 


2-Me 


CHF2 


4-Fx-Hex 


2,4-Me2 


O2F5 


4-F-c-Hex 


2,4-Me2 


; CHFj 


4-F-c-Hex 


2,6-Me2 


C2F5 


4-F-c-Hbx 


2.6-Me2 


C CHF, 


4^F-c-"Hox : 


2-CI-6-F 


CaFs 


4-F-c-Hax 


2-CI-8-F 


CHF, 


4-F-o-Hex 


2.6-Fa-4K)Me 


O2F5 


4-F-o-Hex 


2,6-F2-4-Ome 


CHFj 


4-F-c-Hox 


2,6-F2-4-OCF3 


C2F5 


4-F-c-Hex 


2,6-F2-4-OCF3 


CHFj 


4-F-c-Hex 


2-CI-6-F-4-OMe 


C2F6 


4-F-c-Hbx 


2-CH6-F-4-OMe 


OF3 


4-F-c-Hex • 


2-01 


CFjOl 


4-F-o-Hbx 


2-CI 


CF, 


4-F-c-Hex 


2,4-or2 


CFjCI 


4-F-c-Hbx : 


2.4-CI2 


CFj 


4-F~c-Hex 


2.6-CI2 


CF2CI 


4-F-c-Hbx 


2.6-Cli 


CF, 


4-F-c-Hex 


2A6-OI3 


CFjOl 


4-F-c-Hbx 


2,4,6-013 


CF, 


4-F-c-Hex 


3-CI 


CF2CI 


4-F-c-Hbx 


3-CI 


CF3 


4-F-c~Hex [ 


2-F 


CFjCf 


4-F-c-Hex ' 


2-F 


CFj 


4-F-c-Hex 


2A-Fi 


CFjCI 


4-F-o-Hbx 


2.4-F2 


GF3 


4-F-o-Hex 


2,6-F2 


CFjCI 


4-F-c-Hex 


2,8-F2 


CF, 


4-F-c-Hex . 


2A6-F3 


CF2CI 


4-F-c-Hbx ■ 


2,4.6-F3 


CF, 


4-F-c-Hex 


3-F 


CFjCI 


4-F-o-Hex 


3-F 


CFj 


4-F-c-Hex 


2-Me 


CFjCI 


4-F-c-Hbx : 


2-Me 


CF, 


4-F-c-Hex 


2.4-Me2 


CF2CI 


4-F-c-Hex 


2,4-Me2 


OFa 


4"F-c-Hex 


2.Q-Me2 


CF2CI 


4--F-C-HBX 


2.6-Me2 
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R2 




In 


R2 


R, 


Ln 


CF3 


4-F-o-Hex : 


2-CI-6-F 


CF2CI 


4^'-c-Hex ; 


2-CI-6-F 


CF3 . 


4-F-c-Hex '■ 


2,6-F2-4-OMe 


CF2CI 


4-F-c-Hex 


2,6-F2-4-OMe 


OF, 


4-F-o-Hex 


Z6-F2-4-OCF3 


CFjCl 


4-F-o-Hbx 


2,6-F2-4-OCF3 


CFj 


4-F-c-Hex 


2-CI-6-F-4-OMe 


GFtGI 


4-F-c-Hex 


2-Cl-B-F-4-OMe . 


CH2CI 


4-F-c-i <ex 


2-CI 


OH2F 


4-F-c-Hex 


2-CI 


CHzCI 


4 r c Hex 


2,4-Gl2 


CH2F 


4-F-o-Hex 


2.4-CI2 


CH2GI 


4-F-c-Hex 


2.6-CI2 


GH2F 


4-F-c-Hex 


2,6-CIi 


CH2OI 


4-Rc-Hox : 


2,4,6-Cla 


CH2F 


4-F-c-Hex 


2.4.B-CI3 


CH2CI 


4-F-o-Hex 


3-CI 


CH2F 


4-F-c-Hex 


3-CI 


CHzCI 


4-F-c-Hex 


2-F 


CH2F 


4-F-o-Hex 


2-F 


CHaCi 


4^F-c-+lex 


2,4-F2 


OH2F 


4-F-c-Hex 


2.4-Fa 


CH2GI 


4-F-c-Hex , 


2,B-F2 


CHjF 


4-F-c-Hex 


2,6-F2 


CH2CI 


4-F-o-H©x 


2.4,6-Fa 


CH2F 


4-F-c-Hex 


2,4.6-F3 


CH2CI 


4-F-o-Hex 


3-F 


GH2F 


4-F-c-Hex 


3-F 


CH2OI 


4 F^HHex 


2-Me 


CH2F 


4-F-c-Hex 


2-Me 


CHjCl 


4-F-o-Hex 


2,4-Mft2 


CH2F 


4-F-o-Hex 


2,4-Me2 


GH2CI 


4-r-c Hex 


2,6-M82 


CHaF 


4-F-c-Hex 


c,u '■'"a 


CH2OI 


4-F-c-Hex 


2-01-8-F 


GH2F 


4-F-c-Hex 


2-CI-6-F 


) CH2CI 


4-F-c-Hex 


2,6-F2-4-OMe 


CH2F 


4-F-c-Hex 


2,6-F2-4-OMe 


CHgC! 


4-F-c-Hex 


2.6-F2-4-OCF3 


CH2F 


4-F-c-Hex 


2.6-F2-4-OCF3 


CH2GI 




2-CI-e-F-4-OMe 


GH2F 


4-F-c-Hex 




4-F-c-Hex 


2-CI-6-F-4-OMe 


GHFa 


Et2N 


2-CI 


C2F5 


EtzN 


2-01 


CHF2 


EtjIM 


2,4-Cl2 


C2F5 


EtaN 


24-CI2 


OHFa 




2.6-CI2 


OaFs 


EtaN 


2,6-Cl2 


OHF, 


Et^N 


2,4,6-Cls 




EtgN 


2.4,6-013 


CHFj 


BzN 


3-CI 


CaFa 


EtaN 


3-CI 


CHF2 


EtaN 


2-F 


C2F5 


EtaN 


2-F 


CHF2 


EtaN 


2.4-F2 


C2F8 


EtaN 


2,4-F2 


CHF2 


EtzN 


2.6-F2 


C2F5 


EtaN 


2.8-F2 


CHFj 


EtzN 


2A8-F3 


C2F5 


Et2N 


2.4.6-F3 


GHF2 


EtaN 


3-F 


C2F5 . 


EtaN 


3-F 


CHFj 


Et2N 


2-Me 


C2F5 


EtzN 


2-Me 


CHF2 


EtgN 


2.4-Me2 


CaFs 


EtaN 


2.4-Me2 


OHFj 


EtaN 




OjFb 


EtaN 


2,6-Me2 


CHFj 


EtjN 


2-CI-6-F 


C2F5 


EtaN 


2-CI-6-F 


; ) CHF2 


EtgN 


2,6-F2-4K)Me 


CiF» 


EtaN 


2,6-Fa-4-OMe ; 
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SB 1 



1 


R2 


R, 


Ln 


R2 


1 


Ln 


< 


CHFj 


Et2N 


2.6-F2-4-OCF3 


CaFfi 


Et2N 


2.6-F2-4-OCF3 


1 


CHFj 


EtjN 


2-OI-6-F-4-OMe 


CoFk 


EtjN 


2-OI-6-F~4-OMe 






Et2N 


2-CI 


CF.CI 


EtzN 


2-CI 




OF, 


EtzN 


2.4-CI2 


CFjCI 


EtjN 


2.4-CI2 




CF3 


EtzN 


2,6-Cl2 


CFoCI 




2,6-Cl2 


* 




Et^N 


2.4,6-Cl, 


CFjCI 




2,4,B-Cl3 


CFj 


EtaN 


3-CI 


CFjCI 




3-a 




CF3 


EtaN 


2-F 


CF2CI 


EtiN 


2-F 


CF3 


EtaN 


2.4-F2 


CF^CI 




2.4-F2 


CFj 


EtaN 


2,5-F2 


CFjCI 


EtgN 


2.6-F2 




Et^N 


2.4,6-F3 


CF2CI 


EtsN 


2.4,6-F3 




EtzN 


3-F 


CF2CI 




3-F 


CF3 


EUN 


2-Me 


CF2CI 


EtgN 


2-Me 


CPs 


Et2N 


2,4-Me2 


CF2CI 


EtsN 


2,4-Me2 


CF, 


EtaN 


2,6-Me2 


CF2CI 


EtjN 


2,6-Me2 


CFj 


Et^N 


2-CI-^-F 


CF2CI 


EtjN 


2-CI-e-F 


CF, 


EtjN 


2,6-Fa-4-OMB 


CFjCI 


EtsN 


2.e-F2-4-OMe 


OF3 


EtzN 


2.6-F2-4-OCF3 


OFjCI 


EtsN 


2,6-F2-4-OCF3 


( 


) CFj 


Et,N 


2-a-6-F-4-OMo 


CFiCI 


EtaN 


2-Ch6-F-4-OMe 


CH2CI 


EtzN 


2-Cl 


CH2F 


Et^N 


2-CI 


CHjC! 


EtzN 


2,4-Cl2 


CH2F 


EtsN 


2.4-CI2 


CH2CI 


Et^N 


2,6-Cl2 


CH2F 


EtiN 


2.6-CI2 


CH20I 


EtsN 


2,4,e-Cl3 


CHzF 


EtaN 


2,4.6-Cla 


CH2CI 


Et2N 


3-01 


CH2F 


EtsN 


3-CI 


CHiCl 


Et^N 


2-F 


CH2F 


EtjN 


2-F 


CH2CI 


EtzN 


2.4-F2 


CH2F 


Et^N 


2.4-F2 


CH^Ci 


EtjN 


2.6-F2 


OH2F 


EtgN 


2,6-Fj 


CH2CI 


EtzN 


2A6-F3 


CHgF 


EtjN 


2,4,6-F3 


CHjCI 


EtoN 


3-F 


CH2F 


EtgN 


3-F 


CHaCI 


EtaN 


Z-Me 


CH2F 


EtjN 


, 2-Me 


CHsCi 


EtsN 

Mm 


2,4-Me2 


CH2F 


EtjN 


2.4-Mez 


CHgCl 


EtzN 


2.6-M«2 


CHgF 


EtgN 


2.6-Ma2 


CH2C! 


EtjN 


2-CI-6-F 


CH2F ' 


EtaN 


2-CI-6-F 


CH2CI 


EtzN 


2,e-F2-4HDMe ■. 


CHzF 


Et2N 


2,6-F2-4-OMe 


CHjCI 


EtaN 


2,e-F2-4-OCF3 


CH2F 


EtjN 


2,6-F2--4-OCF3 


( "1 CH2CI 


EtjN 


2-CM-F-4-OMe 


CH2F 


EtaN 


2-CI-6-F-4-OMe 
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^\ 


Ln 


R, 

z 


Ri 


Ln 


i 


OHFa 


cPen 


2-CI 


Co IK 


C"Pen 


2-CI 




CHF2 


c Pen 


2,4-012 


4 9 


ft— Pen 


2,4-CU 




CHFj 


o~Pen 




C2F3 


c""Pen 


2,6^1, 


OHFj 


c-Pen 


2.4.6-Cla 


CjrR 

c 0 


c~Pen 


2,43-Cla 


GHF2 


c~Pen 


3-GI 


C^Fb 


o~Pen 


3-CI 


CHF, 
• 


<3rPen 


2-F 


CjFb 


c-Pen 


2--F 


CHFa 


C""Pen 


2,4-F2 


* o 


c-Pen 


2.4-Fp 


CHFa 


o^Pen 


2,6-F2 




^ • ■ 


2.6-Fo 


CHFi 


C"Pen 


• r d 


C2F5 


0— Pen 


2A6-Fa 


CHF2 


c~P©n 


3-F 


C2FS 
< * 


c— Pen 


3-F 


CHFa 




2-Me 


CiFs 


c~Pen 


2-Me 


CHF2 


0— Pen 


2,4-M62 


C2FB 


o-Pen 


2,4-Me9 

• * 


CHF2 


C""Pen 


2«6-Me2 


C2F5 


c-Pen 


2,6-Me2 


CHFj 


c-Pen 


2-CI-6-F 


C2F5 


c-Pen 


2-Cl-e-F 


CHFj 


c^Pen 


2,6-F2-4-^Ma 


C2F5 


c-Pen 


2,6-F2-4*OMe 


CHFa 


o-^en 


2,e-F2-4-OCF3 


C2F- 


o-Pen 


2,6-Fa-4-OCF3 


OHFj 


c""Pen 


2-C!-6-F-4-OMe 




c-Pen 


2-CI-6-'F-4-OMe 


CFa 


c— Pen 


2-CI 


CFjCI 


C""Pen 


2-01 

«^i 


( 


^ CFa 


c~Pon 


2,4-01, 


CFjCl 


f wl f 


2,4-Clj 






fi'~Pen 


2.6^Glii 


OF4CI 


c~Pftn 

\m I i 


2.D— Cia 


CF, 


n^Psn 

w 1 01 1 




CF2CI 




2.4.6-Cla 


CFa 


Q— Pbh 


3-CI 


CF2CI 


o—Pen 


3-CI 


CPs 


c"Pen 


2-F 


CF»GI 


c-Pen 


2-F 


CFj 


c^Pan 

V 1 wi ■ 


2.4-F, 


CF2CI 


c^Pen 


2.4-F2 


CFa 




2,8-F4 


CF2CI 


O-Pen 


^ z 


CFa 


e>-Pon 

w 1 m 1 


2,4.6-F9 


CF2CI 


e"*PBn 


2,4.6-F^ 


OF* 


W 1 wi 1 


3-F 


CF2CI 


ft— Pert 


3-F 


CFa 


0-Pen 


2-Me 


CF2CI 


0— Pen 


2-Me 


CF, 


o~Pen 


2,4'-Me2 


CFjCI 


c— Pen 


2,4-Me2 


CFa 


fs-pen 


2,B-Me2 


CF2CI 


c— Pen 


2,6-Mb2 


CFa 


c~Pen 


2-Gh6-F 


CF2CI 


C" Pen 


2-CI-6-F 


CF, 


c-Pen 


2.6-F2-4-OMe 


CFjCI 


C-Pen 


2.6-F2-4-OMe 


CFa 


c-Pen 


2.e-F2-4-OCF3 


CF2CI 


c-Pen 


2.6-F2-4-OCF3 


CF3 


c-Pen 


2-CI-6-FH-OMe 


CF2CI 


C"Pen 


2-Ch8-F-4-OMe 


CH2CI 


c-Pen 


2-CI 


CH2F 


c-Pen 


2-01 


^ CH2CI 


c-Pen 


Z4-CI2 


CH2F 


c-Pen 


2.4-CI2 
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R2 


R, 


Ln 


R2 


Ri 


Ln 


CHjC! 


c-Pen 


2,6-012 


CH2F 


c-Pen 


2.6-CI2 


CHjCt 


orpen 




CH2F 


c-Pen 


2.4,6-013. 


CH^CI 


e-Pen 


3-CI 


0H2F 


o-Pen 


3-01 


CHjCI 


c-Pen 




CH2F 


c-Pen 


2-F 


CHzCi 


cr-Pen 


2.4-F2 


CH2F 


c-Pen 


2,4-F2 


CH2CI 


o-Pen 


2.6-F2 


0H2F 


o-Pen 


2,e-F2 


•CHsCI 


c^Pen 


2.4.6-Fa 


CH2F 


c-Pen 


2.4.6-F3 


CH2CI 


c-Pen 


3-F 


CH2F 


c-Pen 


3-F 


OH2CI 


c-Pen 


2-Me 


CH2F 


o-Pon 


2-Me 


CHjCI 


c-Pen 


2.4-M©2 


CH2F 


c-Pen 


2,4-Me2 


CH2CI 


c-Pen 


2,6-Me2 


0H2F 


c-Pen 


2.6'-Me2 : 


CH2C! 


o-Pen 


2-CI-6-F 


CH2F 


c-Pen 


2-Ch6-F 


CH2CI 


c-Pen 


2.6-F2-4-OMe 


CH2F 


e-Pen 


2.6-F2-4-OMe 


CH2CI 


c-Pen 


2,6-F2-4-OCF3 


OHaF 


c-'Pen 


2,e-F2-4-OCF3 


CH2CI 


c-Pen 


2-CI-6-F-4-OMe 


CH2F 


c-Pen 


2-Ch6-F-4-OMe 


CHF2 


c-HexNH 


2-CI 


C^Fa 


c-HexNH 


2-Cl 


CHFa 


c-HexNH 


2,4-Cl2 


CaFg 


o-HexNH 


2.4H3I2 


CHFj 


c-HexNH 


2,6-Cl2 


C2F5 


c-HexWH 


2.6-CI2 


') CHF2 


c-Hd3d^H • 






c-HexNH . 


2,4,6-Cl3 


Y CHFa 


c-HexNH 


3-CI 


CjFf 


c-HexNH 


3-Cf 


CHFj 


c-HbxNH : 


2-F 


CaFs 


c-HexNH 


2-F 


CHFj 


c-HexNH 


2,4-Fj 


C2F5 


c-HexNH 


2,4-F2 


CHFj 


c-HexNH 


2.e-F2 


CiFa 


c-HexNH 


2,6-F2 


OHFj 


c-HbxNH 


2A6-F3 


C2F5 


c-HexNH 


2,4.6-F3 


CHF2 


o-HqxNH 


3-F 




o-HoxNH 


3-F 


CHFa 


c-HbxNH 


2-Me 


CjF, 


c-HexNH 


2-Me . 


CHFj 


c-HexNH 


2,4-M02 




c-HexNH 


2.4-Me2 


CHF2 


c-HexNH 


2,6-Mez 


C2F5 


c-HexNH 


2,6-Me2 


CHFj 


o-HexNH 


Z-CI-6-F 




o-HexNH 


2-CI-6-F ^ 


CHFa 


c-HexNH 


2,6-F2-4-OMe 


CaFs 


c-HexNH ; 


2i6-Fa-4-OMe 


CHF2 


c-HexNH 


2,6-FH-OCF3 


C2F5 


c-HcxNH 


2,6-F2-4-OCFa 


CHFj 


c-HexNH 


Z-CI-6-F-4-OMB 


CiFa 


c-HexNH 


2-CI-6-F-4-OMe 


OF, 


c-HexNH 


2-CI 


CFaOl 


c-HexNH 


2-CI . 


CF3 ! 


c-HexNH 


2,4-Cl2 


CFjCI 


c-HexNH 


2.4-CI2 


CF3 


c-HexNH 


2.6-CI2 


CF2CI 


c-HexNH 


2,6-Cl2 


^ CFa 


c-HbxNH 


2.4.e-Cl5 


CFaCI 


c-HexNH 


Z4,6-Cla 
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m 1 



R2 


R, 


Ln 


R2 




Ln 




c-HexNH ■ 




CFjCI 


c-HaxNH 


3-CI 


CF3 


c-HexNH 


2-F 


CFjCI 


c-HaxNH i 


2-F 


CF3 


o-HexNH ' 


2.4-F2 


CFjCI 


c-HbxNH 


2,4-F2 


CF3 


c-HexNH 


2,6-F2 


CFjCI 


c-HbxNH 


2.6-F2 


OF3 


c-HexNH 


2A6-F3 


CF2CI 


c-HbxNH 


2.4,6-F3 


CF3 


o-HexNH 


3-F 


CF2C! 


c-HbxNH 


3-F 


CFa 


c-HexNH 


2-Me 


CF,CI 


c-HbxNH 


2-Me 


OF3 


c-HexNH 


2,4-Me2 


OFjCI 


c-HbxNH 


2.4-Mea 


CF3 


c-HexNH 


2.6-Me2 


CF2CI 


c-HaxNH 


2,6-Me2 


CFa 


c-HexNH : 


2-CI-6-F 


CFjCI 


o-HbxNH 


2-CI-6-F 


OF3 


c-HexNH : 


a6-F2-4-OMa 


CF2CI 


c-HbxNH 


2.6-Fa-4-OMe 


CF3 


o-HoxNH 


2,e-F2-4-OCF3 


CF,CI 


o-HaxNH 


2.6-F2-4-OCF3 


CF^ 


o-HexNH 


2-CI-6-F-4-OMe 


CFjCl 


c-HexNH 


2-CI-6-F-4-OMe 


CH2CI 


c-HexNH 


2-Cl 


OH2F 


c-HexNH 


2-CI 


OH2OI 


c-HexNH : 


2,4-Cl2 


CH2F 


c-HbxNH 


2.4-CI2 


CH^CI 


c-HexNH 


2,6-Cl2 


CHjF 


c-HoxNH 


2,6-Ci2 


CH2CI 


c-HexNH 


2.4.8-CI3 


CH2F 


c-HexNH 


2,4.9-Cl3 


CH2CI 


c-HoxNH 


3-Cl 


CH2F 


c-HexNH 


3-CI 


') CH2CI 


o-HaxNH 


2-F 


CH2F 


o-HaxNH 


2-F 


CH2CI 


c-HexNH 


2,4-F, 


CH2F 


c-HgxNH 


2.4-F2 


CH2CI 


c-HbxNH . 


2.6-F2 


CH2F 


c-HexNH ; 


2.6-F2 


CH2CI 


o-HdxNH 


2A6-F3 


CH2F 


c-HexNH 


2A6-F3 


CHsCI 


o-HexNH 


3-F 


CH2F 


c-HexNH 


3-F 


CHzCI 


c-HexNH 


2-Me 


CH2F 


c-HexNH 


2-Mo 


CHzCI 


o-HexNH 


2,4-Me2 


CH2F 


o-HexNH 


2,4-Me2 


CH2CI 


e-HexNH 


2.6-Me2 


CH2F 


c-HexNH 


2.6-Me2 


CH2CI 


c-HbxNH 


2-CI-6-F 


CH2F 


c~HexNH : 


2-Ch6-F 


CHsCi 


c-HdxNH 


Z6-Fz-4-OM9 


CH2F 


o-HexNH 


2.6-F2-4-OM© • 


CH2CI 


c-HbxNH 


2,6-F2-4-OCF3 . 


CH2F 


c-HexNH 


2,6-F2-4-OCF3 


CHjCl 


c-HexNH 


2-CI-6-F-4-OMe 


CH2F 


c-HexNH 


2-OI-6-F-4-OMe . 


CHFj 


2-MeAHNH 


2-CI 


C2F3 


2-MeAI-NH 


2-CI 


CHFj 


2-MeAI-NH 


2.4-CI2 


O2F5 


2-M©AI-NH • 


2,4-012 


. CHF2 


2-MeAI-NH 


2.6-OI2 


C2F5 


2-MeAl-NH 


2.6-CI2 


CHF, 


2-MeAI-NH 


2,4,6-Cl3 




2-MeAI-NH 


2.4.6-CI3 


CHFj 


2-MeAI-NH 


3-CI 




2-MeAI-NH . 


3-CI 


^ CHFj 


2-MeAI-NH 


2-F 


C2FB 


2-MeAI-NH 


2-F 
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IS 1 







Ln 


£ 




Ln 


OHFj 


2-MeAHNH : 


2.4-F2 


OJFb 


2-MeAI-NH • 

mm wW mm^9 M IW A 




CHFa 


2-MeAhNH 


2.6-F2 


OoFb 


2-MeAI-NH 




CHF, 


2-MeAI-NH 


2,4,6-F3 


CzFg 


2-M9AI-NH 


2,4,e-F3 


GHFj 


2-MeAI-NH 


3-F 


CaFb 


2-MeAH\IH ; 


3-F 


CHFj 


2-MeAhNH 


2-Me 


CjFe 


2-MeAI-NH : 


2-Me 


CHF2 


2-MeAI-NH 


2,4-Me2 


C2F5 


2-MeAI-NH 


2,4-Me2 


CHFa 


2-MeAI-NH = 


2.6-Me2 


CgFj 


2-MeAI-NH 


2.6-Me2 


CHF2 


2-MeAI-NH 


2-ci-e-F 


CaFs 


2-MeAI-NH 


2-CI-6-F 


CHF, 
• 


2-MeAI-NH 


2.6-F2-4-OMe 


CjFa 


2-MeAI-NH 


2.6-F2-4-OMe 


CHFj 


2-MeAl-NH 


2.e-F2-4-OCF3 


C2F5 


2-MeAI-NH 


2,6-F2-4-OCF, 


CHFa 


2-MeAI-NH 


2-Ci-6-F-4-OMe 


CaFg 


2-MeAhNH 


2-Ch8-F-4-0Me 


CF3 


2-MeAI-NH 

www ^^FW WW w ^W w 


2-01 


CFjCI 

< 


2-MeAhNH 


2-CI 


CFa 


2-MeA!-NH 


2,4-Cl2 


CF2CI 


2-MeAhNH 


2.4-<ll2 


CFa 


2-MeAl--NH 


2,6-Cl2 

■ A- 


CFiCI 


2-MeAhNH 


2,6-Cl2 


CF, 


2-MeAl-NH 


2,4.8-Cl3 


CF2CI 
* 


2-MeAI-NH 


2.4.6-CI3 


CFg 


2-MeAl-NH 


3-01 


CFjCi 


2-MeAhNH 


3-01 


CFa 


2-MeAhNH 


2-F 


CFjCI 
• 


2-MeAhNH 


2-F 

P 


CFa 


2-MeAf-NH 


2,4-F2 


CF2CI 


2-MeAI-NH 


2,4-F, 


\ CFa 


2-MeAl-NH 


2,8-F2 


CFjCI 


2-MeAhNH . 


2,6-F2 


CFa 


2-MeAI-NH 


2A6-F3 


CF2CI 


2-MeAI-NH 


2A6-F9 


CFa 


2-MeAI-NH 


3-F 


0F,CI 


2-MeAI-NH 


3-F 


CFs 


2-MeAt-NH 


2-Me 


CFiCl 


2-MeAI-NH 


2-Me 


CFa 

a 


2-MeAI-NH 


2,4-Me2 


CF2O] 


2-MeAI-NH 


2.4-Me2 


CF3 


2-MeAI-NH 


2,6-Me2 

• * 


CF2CI 


2-MeAI-NH 


2.6-Me2 


CF3 


2-MeAI-NH 


2-CI-6-F 


CF2CI 
* 


2-MeAI-NH 


2-CI-6-F 


CFa 


2-MeAI-NH 


2,6-Fa-^-OMe : 


CF2CI 


2-MeAI-NH 


2.6-F3-4-OMe 


CFa 


2-MeAI-NH 


2,6-F,-4-OOFa 


CFjCI 


2-MeAI-NH 


2.6-F?-4-OOFq 


CF3 


2-MeAI-NH 


2-CM-F-4-OMe 


CF2CI 


2-MeAI-NH 


2-ch6-F-4-OMe 


CH2CI 


2-MeAi-NH 


2-CI 


CHsF 


2-MeAl-NH 


2-CI 




2-MeAI-NH 


2,4-Cl2 


CHjF 


2-MeAhNH 


2.4-CI3 


CH2CI 
* 


2-MeAhNH 

Wm W M m I ■ w W ^ W 


2,6-012 


CH2F 


2-MeAI-NH 


2,6-Cl9 


CH2CI 


2-MeAI-NH 


2A6-CI3 


CHjF 


2-MeAI-NH 


2.4.6-CU 


CH2CI. 


2-McAI-NH 


3-CI 


CH2F 


2-MeAI-NH 


3-CI 


CH2C! 


2-MeAI-NH 


2-F 


CH2F 


2-MeAI-NH 


2-F 


CH2CI 


2-MeAI-NH : 


2.4-F2 


CHjF 


2-MeAI-NH ; 


2.4-F2 


^ CH2OI 


.2-MeAI-NH 


2,6-F2 


CHjF 


2-MeAI-NH 
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R2 




Ln 


R2 




Ln 


CH2CI 


2-MeAI-NH 


2.4,6-F3 


CH2F 


2-MeAI-NH : 


2,4.6-F3 


CH2CI 


2-MeAI-NH 


3-F 


CH2F 


2-MeAI-NH 


3-F 


CH2CI 


2-MeAI-NH 


2-Me 


CH2F 


2-MeAI-NH : 


2-Me 


CHjCI 


2-M8AI-NH 


2.4-Mea 


CH2F 


2-MeAI-NH 


2.4-Me2 


CH2CI 


2-MeAI-NH 


2,6-Me2 


CH2F 


2-MeAI-NH 


2.6-Me2 


CH2CI 


2*-MeAI-NH 


2-CI-6-F 


CHgF 


2-MeAl-NH 


2-CI-6-F 


CH2CI 


2-MeAI-NH 


2.a-F2-4-OMe 


CH2F 


2-MeAI-NH 


2.6-F2-4-OMB 


OH2GI 


2-MeAI-NH 


2,6-F2-4-OCF3 


OH2F 


2-MeAI-NH 


2,8-F2-4-OOF3 


CH2CI 


2-MeAI-NH 


2-CI-6-F-4-OMe 


CH2F 


2-MeAI-NH 


2-CI-fi-F-4-OMe 


CF3(CFj)2CF2 


c-Hex 


2-CI 


Mb(CF3)CHCH2 


c-Hex 


2-CI 


CFatoFJzCFa 


c-Hex 


2-01-6-F 


Me(CF3)CH0H2 


c-Hex 


2-CI-6-F 


CFa(CF2),CF2 


o-Hex 


2,6-F2-4-OMa 


Me(0F3)CHCHz 


c-Hex 


2,e-F2-4-OMe 


CF3(CF2)2CF2 


c-Hex 


2.4.6-F3 


Me(CFa}CHCH2 


c-Hex 




CF3(CF2)2CF2 


4-Me-Pfp 


2-CI 


Me(CF3)CHCH2 


4-M9-PIP 


2-C( 


CFa(CF2)2CFz 


4-Me-Ptp 


2-CI-B-F 


Me(CFa)CHCH2 


4-Mo-Pip 


2-CI-6-F 


CF3(CF2)2CF2 


4-Me-Pip 


2.6-F2-4-OMfl 


MeCCFgjCHCHg 


4-Me-Pip 


2,6-F2-4-OMe 


CFateFjJzCFj 


4-Me-Plp 


2.4,6-F3 


Me(CF3)CHCH2 


4-Mo-PIp 


2.4.6-F3 


CF3(CF2)2CF2 


CF3(M©)CHNH 


2-CI 


Me(CF3)GHCH2 


CF3(Me)CHNH 


2-01 


1F3(CF2)2CF2 


CF3(Me)CHNH 


2-CI-6-F 


MeCCFa^CHCH^ 


CF3<Me)CHNH 


2-CI-e-F 


CF3(CF2)2CF2 


CF3(Me)GHNH 


2.6-F2-4-OMe 


Me(CF3)CHCH2 


GF3(Me)CHNH 


2,0-Fa-4-OMe 


CF3(CF2)2CF2 


CF3(Me)CHNH 


2,4,6-F3 


Me(CF3)CHCH2 


CF3(Me)CHNH 


2.4.6-F3 


CF3(CF2)2CF2 


o-PenNH 


2-CI 


Me(CF3)CHCH2 


C-PenNH . 


2-CI 


CF3(CF2)2CF2 


c-PenNH 


2-GI-B-F 


Me(CF3)CH0H| 


c-PenNH 


2-C1-6-F 


CF3(CF2)2CF2 


c-PenNH 


2.6-F2-4-OMe 


Me(OF3)CHOH2 


C-PenNH 


2.6-F2-4-OMe 


CF3(CF2)2CF2 


o-PenNH 


2A6-F3 


Me(CF3)CHCH2 


c-PenNH 


2A6-F3,; 


CF3CF2CF2 


c-Hex 


2-CI 


CF3(CF2)4CF2 


o-Hex 


. 2-CI : 


CF3CF2CF2 


c-Hex 


2-Ch6-F 


CF3(CF2)4CF2 


c-Hex 


2-CI-e-F. 


CF3CF2CF2 


c-Hex 


2,e-F2-4-OMe 


CF3(CF2)4CF2 


o-Hex 


2,6-4=2-4-OMe 


CF3CF2CF2 


c-Hex 


2A6-F3 


CF3(CF2)4CF2 


c-Hex 


2A6-F3 


CF3CF20F2 


4-Me-Pip 


2-CI 


CF3(CF2)4CF2 : 


4-Me-Pip 


2-CI ; 


C Fg OF2O F2 


4-Me-Pip 


2-CI-6-F 


CF3(CF2)4CF2 


4-Mo-Plp 


2-GI-6-F 


CF3CF2CF2 


4-Me-Pip 


2.6-F2-4-OMe 


CFa(CF2)4CF2 


4-Mo-Pip 


2.6-F2-4-OMe 


CF3CF2CF2 


4-Me-Plp . 


2A6-F3 


CF3(CF2)4CF2 


4-Me-Pip 


2A.6-F3 


CF3CF2CF2 


CF3(Me)CHNH 


2-C( 


CF3(GF2)4CF2 


CF3(Mg)CHNH 


2-CI 


^PgCFzCFj 


CFg(Me)CHNH 


2-Ch6-F 


CF3(CF2)4CF2 


CF3(Me)CHNH 


2-C1-6-F 


^OF3CF2CF2 


CF3(M8)CHNH: 


i6-F2-4-OMe 


CFa{CF2)4CF2 


CF3(Me)CHNH 


2,6-F2-4-OMe 


'^CF3CF2CF2 


CF3(Mo)CHNH 


2A6-F3 


CF3(OF2)4CF2 


0F3(Me)CHNH 


2A.6-F3 


CFjCFaCFa 


c-PenNH 


2-CI 


CF3(CF2)4CF2 : 


O-PenNH 


2-CI 


CF3CF2CF2 


c-PenNH 


2-CI-B-F 


CF3(CF2)4CF2 


c-PenNH 


2-CI-6-F 


CF3OF20F2 


O-PenNH . 


a6-F2-4-OMe 


OF3(OF2)4CF2 


c-PenNH 


2,6-F2-4-OMe 


CF3CF2CF2 


C-PenNH 


2A6-F3 


CFa(CF2)4CF2 


C-PenNH 


2A6-F3 



[0064] (Germicide for plantation arts) this invention compound has the sterilizing properties which were 
excellent to the bacillus which the mold of a wide range class, for example, Phycomycetes, (Oomycetes), and a 
child get (sac), and belongs to a fungus (Ascomycetes), fungi imperfecti (Deuteromycetes), and Basidiomycetes 
(Basidiomycetes). The constituent which makes this invention compound an active principle is appUcable to 
prevention of the various disease generated on the occasion of vegetation of the plantation art crop containing a 
flowering plant, grass, and grass with seed treatment, a foliage application, soil use, or application on water 
surface. 

[0065] For example, sugarbeet Cercospora leaf spot (Cercospora beticola) 
Peanut Cercospora leaf spot (Mycosphaerella arachidis) 

Cercospora personata (Mycosphaerella berkeleyi) Cucumber Japanese noodles **** (Sphaerotheca fiiliginea) 
Mycosphaerella melonis (Mycosphaerella melonis) 
Sclerotinia rot (Sclerotinia sclerotiorum) 
Gray mold disease (Botrytis cinerea) 
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Black spot (Cladosporium cucumerinum) 

Tomato Gray mold disease (Botrytis cinerea) 

Leaf mold disease (Cladosporiimi fulvum) 

Eggplant Gray mold disease (Botrytis cinerea) 

Corynespora melongenae (Corynespora melongenae) 

Japanese noodles **** (Eiysiphe cichoracearum) 

Strawberry Gray mold disease (Botrytis cinerea) 

Japanese noodles **** (Sohaerothecahumuli) 

Onion Gray rot (Botrytis allii) 

Gray mold disease (Botrytis cinerea) 

Kidney bean Sclerotinia rot (Sclerotinia sclerotiorum) 

Gray mold disease (Botrytis cinerea) 

Apple Japanese noodles **** (Podosphaera leucotricha) 

Black spot (Venturia inaequalis) Moniliasis (Monilinia mali) 

Oyster Japanese noodles **** OPhyllactinia kakicola) 

****** (Gloeosporium kaki) 

Angular leaf spot (Cercospora kaki) 

Peach cherry Brown rot (Monilinia fructicola) 

[0066] 

Grape Gray mold disease (Botrytis cinerea) 

"}panese noodles **** (Uncinnla necator) 

Crlomerella cingulata (Glomerella cingulata) 

Pear Black spot (V enturia nashicola) 

Gymnosporangium japonicum (Gymnosporangium asiaticum) 

Black rot (Altemaria kikuchiana) 

Tea Gray blight (Pestalotia theae) 

****** (CoUetotrichum theae-sinensis) 

Citrus Scab (Blsinoe fawcetti) 

Blue mold disease (Penicillium italicum) 

Green mold disease (Penicillium digitatum) 

Gray mold disease (Botrytis cinerea) 

Barley Japanese noodles **** (Erysiphe graminis f.sp.hordei) 

Nakedness smut (Ustilago nuda) 

The red mold disease of wheat (Gibberella zeae) 

Rust disease (Puccinia recondita) 

Spot plant disease (Cochliobolus sativus) 

Pseudocercosporella herpotrichoides (Pseudocercosporella herpotrichoides) 
/ "^ptosphaeria nodorum (Leptosphaeria nodorum) 



Red snow mould (Micronectriella nivalis) 
[0067] 

Rice Rice blast (Pyricularia oryzae) 

Rhizoctonia solani (Rhizoctonia solani) 

Bakanae disease (Gibberella fujikuroi) 

Cochliobolus miyabeanus (Cochliobolus niyabeanus) 

Tobacco Sclerotinia rot (Sclerotinia sclerotiorum) 

Japanese noodles **** (Erysiphe cichoracearum) 

Tulip Gray mold disease (Botrytis cinerea) 

Bentgrass Sclerotinia snow blight (Sclerotinia borealis) 

DactyUs glomerata Japanese noodles **** (Eiysiphe graminis) 

Soybeans Purpura (Cercospora kikuchii) 

Potato tomato Epidemic (Phytophthora infestans) 

Cucumber Downy mildew (Pseudoperonospora cubensis) 

Grape Downy mildew (Plasmopara viticola) 

It can be used for prevention of **. 

[0068] Moreover, in disease germs various in recent years, the resistance over a benzimidazole system 
germicide, an dicarboxyimide system germicide, etc. progressed, the lack of validity of those drugs is produced, 
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and drugs effective also in resistant bacteria are desired. The compounds of this invention are drugs which have 
the bactericidal effect which was excellent not only in the disease germ of susceptibility but resistant bacteria to 
these drugs. For example, this invention compound as well as a sensitive strain is effective also to the gray 
mold contagion (Botrytis cinerea) and Cercospora beticola (Cercospora beticola) which show resistance to 
benzimidazole system germicides, such as thiophanate-methyl, BENOMIRU, and carbendazim, an apple black 
spot bacillus (Venturia inaequalis), and a pear black spot bacillus (Venturia nashicola). 
[0069] Furthermore, this invention compound as well as a sensitive strain is effective in an dicarboxyimide 
system germicide (for example, vincrozoline, procymidone, iprodione) also to the gray mold contagion 
(Botrytis cinerea) which shows resistance. 

[0070] As disease with more desirable application, the Cercospora leaf spot of a sugarbeet, Japanese noodles 
**** of wheat, the rice blast of a rice, an apple black spot, the gray mold disease of a cucumber, the Cercospora 
leaf spot of a peanut, etc. are mentioned. 

[0071] this invention compound can also be used as a stain proofing agent for an aquatic living thing to prevent 
adhering to underwater contactant, such as a ship's bottom and a fishing net. There are some this invention 
compounds which show insect killing and * * tick activity. 

[0072] this invention germicide contains one sort of this invention compound, or two sorts or more as an active 
principle. It can also be used with the gestalt of the gestalt which common agricultural chemicals can take in 
order not to add other components, but to be able to use it in a pure form in case this invention compound is 
used actually, and to use it as agricultural chemicals, i.e., water dispersible powder, a granule, powder material, 
an emulsion, water soluble powders, suspension, granulation water dispersible powder, etc. 
'^'^073] As the additive which can be added in agricultural-chemicals pharmaceutical preparation, and support, 
When aiming at a solid agent, organic [, such as mineral impalpable powder, such as vegetable powder, such as 
a soybean meal and wheat flour diatomaceous earth, apatite, gypsiun, talc a bentonite, pyrophyllite, and clay, 
benzoic-acid soda, a uiea, and a salt cake, ] and an inorganic compound are used. 

[0074] Moreover, when aiming at the pharmaceutical form of a liquid, kerosine, a xylene and the aromatic 
hydrocarbon of a petroleum system, a cyclohexane, a cyclohexanone, dimethylformamide, dimethyl sulfoxide, 
alcohol, an acetone, trichloroethylene, methyl isobutyl ketone, straight mineral oil, vegetable oil, water, etc. can 
be used as a solvent. Furthermore, in order to take homogeneity and a stable gestalt in these pharmaceutical 
preparation, a surfactant can also be added if needed. Although there is especially no definition as a surfactant . 
which can be added For example, the alkylphenyl ether which the polyoxyethylene added. The alkyl ether 
which the polyoxyethylene added, the higher-fatty-acid ester which the polyoxyethylene added, Nonionic; 
surfactants, such as tris CHIRIRU phenyl ether which the sorbitan higher-fatty-acid ester which the 
polyoxyethylene added, and a polyoxyethylene added. The sulfate salt of the alkylphenyl ether which the 
polyoxyethylene added, Alkylbenzene sulfonates, the sulfate salt of higher alcohol. The copolymer of the 
formaldehyde condensate of alkyhiaphthalenesulfonate, a polycarboxylic acid salt, a ligninsulfonic acid salt, 
and alkyhiaphthalenesulfonate and an isobutylene-maleic anhydride etc. is mentioned. 
[0075] The obtained water dispersible powder, an emulsion, a floor bull agent, water soluble powders, and 
/ -^anulation water dispersible powder are diluted to concentration predetermined with water, and powder 
^tlaterial and a granule are used by the approach of sprinkling for vegetation as it is as a solution, suspension, or 
an emulsion. Moreover, the amoimt of active principles is 0.01 - 90 % of the weight preferably to the whole 
constituent (pharmaceutical preparation), and is usually 0.05 - 85 % of the weight more preferably. 
[0076] The germicide constituent of pharmaceutical-preparation-ized this invention remains as it is, or is 
diluted with water etc. and used for a plant body, a seed, the water surface, or soil. Although amount of 
application changes with a weather condition, formulation, the use MAG, the use approach, a use location, the 
disease for prevention, object crops, etc., it is usually made into the amount of active principle compounds per 
ha, and is 10-lOOg preferably l-l,000g. 

[0077] When diluting water dispersible powder, an emulsion, suspension, water soluble powders, granulation 
water dispersible powder, etc. with water and using them, 1-1000 ppm of the use concentration are 10-250 ppm 
preferably, and in the case of a granule, powder material, etc., it is used as they are, without diluting. In 
addition, for this invention compound, it is various kinds of germicides, and insect killing and miticides that it 
is effective enough even when it is independent, although it is needless to say. Or it can also be used, mixing 
with one sort of a synergist, or two sorts or more. 

[0078] The example of representation of the germicide which can be used mixing with this invention 
compound, an insecticide, miticide, and a plant growth regulator is shown below. 
[0079] Germicide : Captan, folpet, thiuram, ziram, a zineb, MANNEBU, MANKOZEBU, propineb, 
polycarbamate, chlorotiialonil, quintozene, Captaphore, iprodione, procymidone, vincrozoline, fluoroimide, 
SAIMOKISANIRU, MEPURONIRU, flutolanil, the Benxi kuron, oxycarboxin. Aluminum tris 
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(ethoxyphosphinate), propamocarb, thoria JIMEHON, thoria JIMENORU, Propiconazole, 
HKUROBUTORAZORU, Bitertanol, hexa kona ZORU, Micro swine nil, full SfflRAZORU, 
METOKONAZORU, etaconazole, FURUOTORIMAZORU, cyproconazole, epoxyconazole. Ml thoria FEN, 
BENKONAZORU, JINIKONAZORU, SAIPUROKONAZOZU, fenarimol, Triflumizole, pro KURORAZU, 
imazalil, PEFURAZOETO, tridemorph, A FEMPUROPI morph, trifolin, a BUCfflO bait, pyrifenox, Anilazine, 
polyoxin, metalaxyl, oxadixyl, furalaxyl, Isoprothiolane, Probenazole, pyrrole nit phosphorus, blasticidin S, 
Kasugamycin, a validamycin, sulfuric-acid dihydrostreptomycin, BENOMIRU, carbendazim, thiophanate- 
methyl, hymexazol, Copper oxychloride, a basic copper sulfate, fentinacetate, hydroxylation triphenyl tin, 
JIETOFENKARUBU, metasulfocarb, Chinomethionate, binapacryl. Lecithin, sodium bicarbonate, dithianon, 
JINOKAPPU, para dimethylaminobenzenediazo sodium sulfonate, dichlomedin, Guazatine, DOJIN, IBP, 
edifenphos, MEPANIPIRIMU, FERUMUZON, Trichlamid, metasulfocarb, fluazinam, etoquinolak, A JIMETO 
morph, pyroquilon, tecloftalam, fthalide, phenazine oxide. Thiabendazole, tricyclazole, vincrozoline, 
cymoxanil, cyclobutanyl, guazatine, propamocarb hydrochloride, oxolinic acid, a hydroxy isoxazole, imino 
KUTAJIN acetate, etc. 

[0080] insect killing and miticide: — organic phosphorus and carver mate system insecticide: — fenthion — 
Fenitrothion, diazinon, chlorpyrifos, ESP, vamidothion, Phenthoate, dimethoate, formothion, marathon, 
trichlorfon, Thiometon, phosmet, dichlorvos, acephate, EPBP, Methyl parathion, oxydemetonmethyl, ethion, 
SARICmON, Cyanophos, isoxathion, pyridaphenthion, phosalone, methidathion, Sulprofos, chlorfenvinphos, 
tetrachlorvinphos, dimethylvinphos, Propaphos, isofenphos, ethylthiometon, prophenophos, Pyraclophos, 
monocrotophos, azinephosmethyl, ARUDIKARUBU, A meso mill, thio JIKARUBU, carbofuran, KARUBO 
ylfane, Benfuracarb, hula thio KARUBU, pro POKISURU, BPMC, MTMC, MIPC, carbaiyl, pirimicarb, 
ethiofencarb, phenoxy KARUBU, EDDP, etc. 

[0081] pyrethroid system insecticide: - permethrin, SHIPERUME thorin, deltamethrin, fenvalerate, Foehn 
proper thorin, pyrethrin, allethrin, tetra-scalpel phosphorus, RESUME thorin, JIMESURIN, pro pass 
phosphorus, FENO thorin, pro thorin, full BARINETO, SfflFURU thorin, SHIHARO thorin, full 
SHITORINETO, ETOFEMPUROKUSU, cyclo pro thorin, and fatty tuna - lame thorin, silafluofen, 
BUROFEMPUROKUSU, acrinathrin, etc. 

[0082] The insecticide of a benzoyl urea system and others: Microbial pesticides, such as 
JIFURUBENZURON, KURORU fluazuron, hexa full MURON, triflumuron, tetra-BENZURON, fulL 
FENOKUSURON, fiircycloxuron, buprofezin, pyriproxifen, methoprene, benzoepin, JIAFENCHIURON, . 
ASETAMIPURIDO, imidacloprid, nitenpyram, fipronil, cartap, thiocyclam, a BENSURU tap, nicotine sulfate, 
a rotenone, a metaldehyde, machine oil, and BT, an insect pathogenic virus etc. 
[0083] Nematicide: Fenamiphos, phosthiazate, etc. 

Miticide: Chlorbenzilate, phenisobromolate, JIKOHORU, amitraz, BPPS, a benzomate, 
HEKISHICHL\ZOKUSU, fenbutatin oxide, PORINA cutin, KINOMECfflONETO, CPCBS, Tetradifon, 
ABERUME cutin, MIRUBEME cutin, clofentezine, cyhexatin, pyridaben, fenpyroximate, tebufenpyrad, pilus 
midge FEN, FENOCHIOKARUBU, nENOKURORU, etc. 

, '■'^084] Plant growth regulator: Gibberellins (for example, gibberellin A3, gibberellin A4, a gibberellin A7) lAA 
^oddNAA 
[0085] 

[Example] Next, an example is given and this invention compound is further explained to a detail. 
(Example 1) 7-chloro-6-(2-chloro-6-fluoro phenyl)- manufacture 1 ethyl of 5-trifluorome1hyl-triazolo [1,2, 
and 4-] [1 and 5-a] pyrimidine 2-(2-chloro-6-fluoro phenyl)- manufacture [0086] of 4, 4, and 4-trifluoro-3-oxo- 
butyrate 
[Formula 14] 



oa 0*^03 




[0087] Ethyl To a 2-chloro-6-fluoro phenyl acetate 43. 3g DMF 100ml solution, it is ethyl. After addmg 
trifluoroacetate 85. 2g, 8g of sodium hydride was added small quantity every under the room temperature. 
Temperature up of the reaction mixture was carried out to 70 degrees C, and it agitated xmtil generating of 
hydrogen was lost. It poured into [ after cooling a reaction mixture ] IN-hydrochloric acid, and ethyl acetate 
extracted. After drying and condensing an organic layer with sulfuric anhydride magnesium, the silica gel silica 
gel silica gel column chromatography (expansion solvent; n-hexane) refined, and 12g of specified substance 
was obtained. Yield 20%nD 22.4= 1.4731 [0088] 2) 6-(2-chloro-6-fluoro phenyl)-7-hydroxy-5-trifluoromethyl 



ht^://www4 .ipdl.ncipi.go.jp/cgi-bin/tran_web_cgi_ejje 



24.11.2005 



JP,2002-308879,A [DETAILED DESCRIPTION] 



Seite31 von 33 



-1,2, manufacture of the 4-[l and 5-triazolo a] pyrimidine [0089] 
[Formula 1 5] 




AcOH 




[0090] ethyl 2-(2-chloro-6-fIuoro phenyl)- 4, 4, and 4-trifluoro-3-oxo-butyrate 3.13g and 3-amino-lH- 1, 2, and 
4-triazole and 3ml of acetic acids were mixed, and this mixture was agitated at 100 degrees C for 4 hours. 
Reaction mixture was cooled to the room temperature and the crystallization crystal was ****(ed). After 
diethylether washed the crystallization crystal, it dried and 0.7g of specified substance was obtained. 21% 
melting point of yield: 220 degree-Cup[0091] 3) 7-chloro-6-(2-chloro-6-fluoro phenyl)-5-trifluoromethyl -1,2, 
manufacture of the 4-[l and 5-triazolo a] pyrimidine [0092] 
[Formula 16] 




L^093] 7-hydroxy-6-(2-chloro-6-fluoro phenyl)-5-trifluoromethyl -1,2, and 4-[l and 5-triazolo a] pyrinaidine 
0.6g and 10ml of phosphorus oxy chloride were mixed, and the heating reflux of this mixture was carried out for 
4 hours. The reaction mixture was condensed, and 2ml of saturation sodium bicarbonate water solutions, 10ml 
of water, and ethyl acetate were added and agitated. The organic layer was isolated preparatively, after drying 
and condensing with sulfuric anhydride magnesium, the silica gel column chromatography (an expansion 
solvent, n-hexane:ethyl acetate = 5:1) refined, and 0.65g of specified substance was obtained, amorphous [ 52% 
of yield ]- [0094] (Example 2) 

6-(2-chloro-6-fluoro phenyl)-7-(4-methyl piperidino)-5-trifluoromethyl -1,2, manufacture of the 4-il and 5- . 
triazolo a] pyrimidine [0095] 
[Formula 17] 

Mq 






o 

[0096] 7-chloro-6-(2-chloro-6-fluoro phenyl)-5-trifluoromethyl - Triethylamine 0.04g and 4-pipecoline 0.04g 
were added to the 1, 2, and 4-[l and S-triazolo a] pyrimidine O.lg THFSml solution, and it agitated at the room 
temperature one whole day and night. After condensing a reaction mixture, the silica gel column 
chromatography (n-hexane: expansion solvent; ethyl-acetate = 5:1) refined, and O.lg of specified substance was 
obtained. 85% melting point of yield: 165-166 degrees C [0097] (Example 3) 

6-(2-chloro-6-fluoro phenyl)-7-cyclohexyl-5-trifluoromethyl -1,2, manufacture of the 4-[l and 5-triazolo a] 
pyrimidine (compound number 2) [0098] 
[Formula 18] 



o-HexMgBr 





[0099] 6-(2-chloro-6-fluoro phenyl)-7-chloro-5-trifluoromethyl - 1, 2, 4-[l and 5-triazolo a] pyrimidinesg 
[ 0.57 ] and 1, and 3-screw (diphenyl phosphino) propane nickel chloride 0.08g and THFlOml were mixed, 
under the nitrogen air current, at the room temperature, 2ml of IM cyclohexyl magnesiima bromide THF 
solutions was dropped, and they were agitated one whole day and night. After carrying out reduced pressure 
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distilling off of the solvent from a reaction mixture, ethyl acetate and saturation brine were added and agitated. 
The silica gel column chromatography (n-hexane: expansion solvent; ethyl-acetate = 10:1) refined the residue 
which dried the organic layer with sulfiiric anhydride magnesium, and was condensed and obtained, and 0.1 5g 
of specified substance was obtained. 25% melting point of yield: 162-163 degrees C [0100] The examples of 
representation of the compound of this invention including the above-mentioned example are shown in the 2nd 
table. In addition, an abridged notation expresses the same semantics as said 1st table. 
[0101] 
[A table 24] 

^ 2 a 





-ff-Ln 

rr^B, (1) 
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13 
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[0 1 02] One H-NMR data of the compound of the compound number 2 (CDC13, deltappm); 7.22 (1 H, t), 7.46 
(lH, t), 7.55 (IH, dt), 8.80 (IH, s) 

[0103] Next, although the example of the germicide constituent of this invention is shown a little, as for an 
additive and an addition rate, it is possible for it not to be Umited to these examples and to make it change 
broadly. Moreover, the section in a pharmaceutical preparation example shows the weight section. 
[0104] 

Example 4 Water dispersible powder This invention compound The 40 sections Clay The 48 sections Dioctyl 
sulfosuccinate sodium salt The foiir sections Ligninsulfonic acid soditrai salt If it mixes to homogeneity and the 
8 or more sections are ground minutely, the water dispersible powder of 40% of active principles will be 
obtained. 
( )105] 

Example 5 Emulsion This invention compound The ten sections Solvesso 200 The 53 sections Cyclohexanone 
The 26 sections Calcium dodecylbenzenesulfonate salt The one section Polyoxyethylene alkyl aryl ether The 
mixed dissolution of the 10 or more sections is carried out, and the emulsion of 10% of active principles is 
obtained. 
[0106] 

Example 6 Powder material This invention compound The ten sections Clay If it mixes to homogeneity and the 
90 or more sections are ground minutely, the powder material of 10% of active principles will be obtained. 
[0107] 

Example 7 Granule This invention compound The five sections Clay The 73 sections Bentonite The 20 sections 
Dioctyl sulfosuccinate sodium salt The 1 section Potassium phosphate After improving the 1 or more sections 
grinding mixing, adding water and kneading together, granulation desiccation is carried out and the granule of 
5% of active principles is obtained. 
[0108] 

Example 8 Suspension This invention compoimd The ten sections Polyoxyethylene alkyl aryl ether The four 
sections Polycarboxylic acid sodium salt The two sections The glycerol 1 0 section Xanthan gum The 0.2 
sections Water The 73.8 or more sections are mixed, and if wet grinding is carried out until grain size becomes 
3 microns or less, the suspension of 10% of active principles will be obtained. 
[0109] 

Example 9 Granulation water dispersible powder This invention compound The 40 sections Clay The 36 
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1 sections Potassiimi chloride The ten sections Aikyl-benzene-sodinm-sulfonate salt The one section 
» Ligninsulfonic acid sodium salt The eight sections Alkyl-benzene-sodium-sulfonate salt Formaldehyde 

condensate After mixing to homogeneity and grinding the 5 or more sections minutely, it scours, after adding 

the water of optimum dose, and is made the shape of clay. Subsequently, if it dries after coming a clay-like 

object, the water dispersible powder of 40% of active principles will be obtained. 

[0110] 

[Effect of the Invention] Next, the example of a trial shows that this invention compoxmd is usefiil as an active 

principle of various plant disease prevention agents. 

(Example 1 of a trial) Apple black spot prevention trial (prevention trial) 

To the apple seedling (a form "country light", 3-4 leaf stage) grown by the biscuit pot, the emulsion of an 
example was sprinkled by the concentration of 200 ppm of active principles. After seasoning naturally at a 
room temperature, the conidium of an apple black spot bacillus (V enturia inaequalis) was inoculated, and it 
held for two weeks to the interior of a room of 20 degrees C and high humidity which repeats light and 
darkness every 12 hours. As a result of conducting comparison examination of the necrotic lesion appearance 
condition on a leaf with no processing and searching for the prevention effectiveness, the following compounds 
showed 75% or more of outstanding preventive value. In addition, a compound number is equivalent to the 
compound number in the 2nd table. 

Compound number: 3, 4, 6, 7, 8, 10, 12 [01 1 1] (Example 2 of a trial) The flower of the kidney bean (form "a 
**** quail") grown with the kidney bean gray mold disease prevention test seedling raising vat was excised, 
and it was immersed in the drug solution which adjusted the emulsion of this invention compound of an 
^ample 4 to the concentration of 200 ppm of active principles. It seasoned naturally at the room temperature 
-dfter immersion, and the spray inocuration of the kidney bean gray mold contagion (Botrytis cinerea) was 
carried out. It put on the kidney bean leaf whose inoculated flower is not processed, and held for seven days to 
the thermostatic chamber (20 degrees C) of the high humidity which repeats light and darkness every 12 hours. 
Comparison examination of the necrotic lesion diameter on a leaf was conducted with no processing, and it 
asked for preventive value. Consequently, the following compoimds showed 75% or more of outstanding 
preventive value. In addition, a compound number is equivalent to the compound number in the 2nd table. 
Compound number: 3, 4, 6, 7, 8, 10, 12 

. [Translation done.] 



htlp://www4.ipdl.ncipi.go.jp/cgi-bin/tran_web_cgi_eije 



24.11.2005 



(i9)H*w#wff (jp) (12) ^ 1^ ^ (A) inmwmw^mm^ 

#il|2002 -308879 
(P2002-308879A) 

(43)^M B ¥^14^10^23 i 3 (i?002. 10. 23) 



(51) Intel.' 
C 0 7 D 487/04 

A 0 1 N 43/90 



14 6 
142 
10 4 
10 5 



F I 

C 0 7 D 487/04 
A 0 1 N 43/90 



f^3-h*(«Mr) 

146 4CObO 
142 4H011 
10 4 
10 5 



m^m<oik3 ol (^ssm) 



(2i)ass^ 



1*H2001 - 1 15989( P2001 - 1 15989) 



¥*Kl3ip 4 ^ 13 B (2001. 4. 13) 



(71)tilHA 000004307 

yic^m^nm&k^tn 2 r a 2 s i 

(75?)56W« «« m 

(74)f^aA 100108419 



(54) C^M©^*M 5-AD7)l^=r-;i/-7ynifU5i^>fl:fHfe, ttjft*j*&tA##^i»B&»«J 



(57) imm 

[I^^S] TVntU Sv^Wb-^ilt ( 1 ) mL<\i^ 




L, R3 ti*sm^, c 1 - 4 TJU^/umRr/mm^ti 



!(2) 002-308879 ( P 2 0 0 2- 3 0 8 8 7 9 A > 




^ . C 1 _ 8 r;l^^;Pa, C 2 - 8 T/U1r-f\^&. c 
2-8 T/l^^-zl'S. Cg _ 8 i/-:J'ar;U^;i^, C 

Hi, VNO^r'yjg^, C 1 _ 4 7)V^)V^. C 1 _ 3 

cii*ja2]-ai5C(2) 




(2) 



(3) 




(3) 



(4) 




A, R2 . R3 . L&t^ntiluietlBltSiHiS: 
[M««3 ] -iKi^ ( 1 ) 




(^tf. A, R, , R2 , R3 . l^lkX/nMm^tnt 

[000 1] 
[0002] 

■^m-^^x-h-ytin . mm^crmmm<ri\i!,mz:^^ 
[0003] :mLmt-^mzmu t/crvo u s =jy 

^■^^h LX\i. mx.\£. wo 9 9/4 1 2 5 

$8, USP. 575659 0-^^$fi, 11-03 
5 5 81 . h U TV o t >J S i/-' yit^<^ 5 

smmmit Lx^mx'hhztmm^tix\^?>. 

[0004] L*>L, *%HJ<7)iD< T^ob-y 5 i^ym 

<r> 5 mz)\ur)v^)vmk^'^hKc^\tsm.^ta: \ ^ 

X'hh. 
[0005] 

x'^^i,zi^mx'i h^m^'mmAttc^ 0 mmrv 
mtt Lx^^^h^mMmmm^imth ; t & i 



!(3) 002-308879 ( P 2 0 0 2 - 3 0 8 8 7 9 A ) 



[00 06] 

1 ) -msn ( 1 ) 

coo 073 

uts] 



Ut9] 




(1) 



[0008J (jS:*. Ri ti. *^JS^. t Ho^v- 



C2 - 8 C3 _ 8 >-:J'aT;^ 

C3 - 8 i^^'nr/P^r— /PS. C, _ g ^'Nor 



- sT 

. C 



ndfi^SS-^-t. n{4. 0X{41-5<0SSc5r«L, A 



2 ) -flSs^ ( 2 ) 

[0009] 

lit7] 




[0 0 10] (^4'. R2 . LRX/ niimBtmtWM 
^mi. R^ii. Ci _ 4 r;l^^/PSX(4S^aSrWL 

t . -«i5^ ( 3 ) 

[0011] 
[-fCS] 

'^3"^ J" (3) 



[0012] (5*:*. ARifRs limitmtMMim 

(4) 

[00 13] 




(4) 



[00 14] (^tf. A. R2 , R3 . L2iI/n{4Bfria 

3 ) ( 1 ) 

[00 15] 

[^kio] 



(1) 




[0016] (St'f, A. Ri , R2 , R3 , L&Vn 
[00 17] 

«rie-«i5»: ( i ) tfcv^-c, Ri *fgii^^ : t 

a^coc 1 _ 8 r)V^)V^ : l -ra'^.-yp 

X, 2-ro'^-;P4. l-^r-zl^. 2-yr— 
a. 3-yx— ;WS^«?)C2 - 8 T;py-;wa ; J^i-— 

1- rot— yi^a, l-7'f--;i^. 2-7'f-- 

;l^S^OC2 - 8 r;U^-/Pa ; v-^'orobVPS, 
^'O'O'^yl^. >-;?^'s^v';^S^<0C3 _ g i^^a 

2- 7yl'5j-UX-f/l/fi. '^>'^7;l^::tPX^;l^ 

i^cDCg _ 8 >'^^r;^df;^s ; i -b^'ji^'/ua. 2-t 
U^-Vua, 3-tfi;i^'yps, 4-ti;i^';i^a, i-tf'^ 
yi;-)im^ 2-tr'<7v'-;pa. 4-->«^;i'- 1 -tr 

l-fo'j 2-t:Di; 
a, 3 - eo U i^— 1 ;W3fv "J Jz.yi'S ( 
'jy*) . 2-^;P*U-;i'a, s-^ryi-^U-yi^a. 
1 - tr^ y X— yj/*, 2 - 1'^. U — yl^S^c7)SJga5:^r 
LTV^-Ct J:v^1t«^a; 7i-yua, l--f7^yl' 
2— ^7^yl'a^c7)a^Sr*LTV^Tt>J:V^r'J 

-ypa ; r 5 ys ; ^ f-ypr 5 y x.^/ur 5 y». 
V7*obypr5y«^(?)Ci - 8 ryu^yprsy*; 



J(4) 002-308879 ( P 2 0 0 2 - 3 0 8 8 7 9 A ) 



2. 2, 2-hU7;U^nxf-;l/T5yS^^Ci - 8 
J\uT)V^)Vriym \ y^'i-JV {2. 2, 2-V^)y}V 

[0018] Buieii«s»2itxr v -jumcommxt l 

f-;I/S. 2-7yI/:tnxf-;ua. 2. 2, 2-V^)y)V 
>fnx^;l/a. ^>':^:7;i/>f nx^;ua^c7)Ci - s ^ 




NH 



A NH- 
(3) ^ 



[0020] Lti, 7 'yfg. 



3 '>^^c^>'^ 



NXtiCHSr^-r. 

[0021 1 ^Wn<r>mb LTtiiSK, 

[0022] *l6Bfl-fl:-^!R!){SmTcO:^St:J: OSSji-ri. 

mw&i ) 

[0023] 

[fl:i 1] 





[0 0 24] (SC4'. A, R2 , R3 , R4 . LSl/^n 
<friERi T'a$il-&a$r^L, R5 {i>'NQtJr'>M^2r 

[0025] -m: ( 2 ) xm^ix^it-^^-- 

Ri *>'t FoJf-i^ST*)4-^5e ( 4 ) X-m-^tlhit-^ 
mmh. <X^^X\ (4) T'^$ill.'fl:^$rVN 

^!t?) ( 5 ) S:f#^cflfc. S<oC, ( 5 ) X-m^tll 




it^mi^z-^^ ( 6 ) x-m^tih^t^^Km^'ithz 

tizX*). Ri *^VNo^r>j^^x'=5rV^-jaa5^( 1 - 1 )-c 

[0026] ^fc. fiia^ti: (W099/4 1 2 55-t 

USP. 575 6 590-t:^^) Wi, mlB-® 

5t ( 2 ) X'^^ix^^-^mzi5\,^x , R2 ^^^^/I'a. 

Wi%h-}imi)^mk^ixx\^h (TmLimmm) . 

[0027] 
[^Ll 2] 




[00 28] (st*. Re tiT^l^^yl^ttSr^t. R7 i± 



!(5) 002-308879 ( P 2 0 0 2 - 3 0 8 8 7 9 A) 



•aTil-^/Um^mL. A. R3 . LRU: nimtitmt cr>^^T. -5 0~1 5 0°C, t< «iO°C~ 1 0 0 

[0029] ( 2 ) vm^t^h^t'k^i:-m^ izx *)mk-t^zbii^T^t. m\'^htii>'<mt lx 

MmS^X\ -5 0~2 0 or. L<Ji5 0~1 80 S : i^xf-zl^x— r^U, THF. >'*3r^Hfy^c?Dx— r 

^;l.x-ryl^. r h^b h'o^^y (THF ) . [ 0 0 3 2 ] ifiSi: mtii. 7miti-h<J^ 

•fy^cr,:i^-T)m ; T-b h a h U/U^o::. h ; A, ^i!^ 'J -^A, *K-ft-^ h 'J ^J^mco^m^m ; h 

N . N - ^/I'-n^i^Ar s H ( D M F ) ^cor s H u x^;wr $ y^c^r s ym ; Mi?^. K-(b^*<^ifeS 

<0;^;^;Kyige^^?)ffiffl*W*LV^. 0ij;t.tf. B^i[J^im. ti-ftU^'^A, iS^kffiiS^c^il 

[00 30] -jK^ (4 ) X'm^tL^it-^m(^^-^oyy m^;7-hy^xh^jyx.=.)Uyi-^xy ^y^'^yi^^J:.. 

-m, ( 4 ) fa$n«.'fb^tc>Nayy-fb?PJS: l . 3-t'x ( i^y^i-juyt^xy ^ J ) runy:,^;^ 

-5 0~1 5 or. if^ L<{iO~l 2 O'CTl-48 /l^:?07^ F^cO^-^^Jgil* ; ^*^#{f ^>ixl). 

^P^f5$-ti:SC: t 'Offhix^h. J-^ayy^mt L [0033] aHfeM^^tt^l.-^^ ( 2 ) X'^^tih-ft 

[0031] -Wc^ ( 1 - 1 ) -C^SnS-fk^Ji, - [0034] 




(7) (») (2) 



[0035] (j^tf. R2 . FI4 ^ LSt^nJisuiai:!! ^■t;^f-;l^U yg^T^X^^QT 5 K^cOTS K^V§« ; f- 

r{i, x^;P«^<7)C, .4 hyhV^oyyy. 1, 2-v^ h^v-XrJ^y, 1, 4 

Tiu^ium^m-r. ) -v^rdf-ify^iox— f;p^^g^;X(ic:fiA,o^^i: 

•r^cib-'i.. -«l5S: (7) •C'^§ai)7i-;PPB!xxT- '^y-b'y, h/uxy, n-'^df-»?-y. 

T/l-tS-. tS«<7)ffCTcKJS$-tir-&C:i:tcJ:oT. - [0038] KmH. -7 8'C~-m\'^htiimmcom}^ 

/S5<: ( 2 ) x-m^tihit-^ i:mzb # i> . t x-coig^m&Tnmizmm-i , Rj5*iTf*{i, a« 

[0036] Kmzm^^hzti}<x'^i>^mttxii. com^minozti^zx'^-m^ (2) •c••«$^^-&•^b■^ 

-fh'jn^Axh^i/H. AO'^J^x.h^i^'V. v^^t-v- [0039] t^m<0SJ52:ff->Jt*l^t), KllB#l7flt 

a^i^F; n-7'f-;i^'J^'>A, s e c -7'f-yH» f-f^ *^BSiO-(l:-&!|^JtfO:ffijtli. I R. NMR. MAS 

rnb/kTS h\ Df-';7A's^-t^^;l^>-'v7i/h'^cO [0040] iJLh<7)J; a tctTt#'^ix.g.*l&BH-ft;-^ft$r 

[0037] tfz. K^izm^^i^tihmut Lxii. ie(7)Si»5r^-ro 

'^'mmmx'htiimizum.ip's^^tiK ^jmimmL Me : y^^ivm. Et : xf-;i^, p r : rotvi-a, 

t#i.^vStt?§i«Ofieffl*WSl L».\ ^J;t(f, N, N-v-' Bu : -/^/Wa, Hex: Me A 1 : ^f- 

;<f-/l^;J:;k/^r5 N. N- vp<^;l/r-fe:J' S h\ /PTUy^S, Mor Pyr : 2-tD 



i^)Um. P i P : 1 - f^U 'J:=^f\^ms n : 
i : y . c : i^^'D 

tfz. mim^iZtSi^X. Ri , R2 . LRX/nli. T 




6) 002-308879 ( P 2 0 0 2 - 3 0 8 8 7 9 A ) 



[004 1] 

1 s 




Me 



[0042] 



[^2] 



!(7) 002-308879 (P2002-308879A) 





'<^ 


Ln 




*<} 


Ln 




Q-\ lex 


2-Cl 


CzFb 


c-Hex 


2-CI 




C~nox 


4,4— l/l2 


C2F5 


c-Hex 


2.4-CI2 




0— Mox 




C2F5 


c-Hex 


2.0 012 




Max 


A ft— /^l 


C2F5 


c-Hex 


2,4,6-03 




11 

c~riax 


3-CI 


C2F5 


c-Hex 


3-CI 




o-Hox 


2-F 


C2F5 


c-Hox 


2 -F 


Unrj 


c^Hqx 




C2F5 


c-Hex 


2,4-F2 




t ■ 

C"T10X 


Z.D-Fj 


C2F5 


c-Hex 


2,e-F2 




1 1 

o-+lex 


0 >t c c 


0 r" 


C-Hex 


2.4,6-F3 


CnF2 


i 1 

c-Hex 


3 -F 


C2F5 


c-Hex 


3-f 


CnF2 


c-Hex 


2-Me 


C2F5 


c-Hex 


2-Me 


^ 11 r" 

CHr2 


c-Hex 




C2F5 


c-Hex 


2.4-Me2 


1.1 1~ 
CHFj 


c-Hex 


2,6-Me2 


C2F5 


c-Hex 


2,b-Me2 


Ci1r2 


c-Hex 


2-CI-6-F 


C2F5 


c-Hex 


2-CI-6-F 




c-Hex 


^.D-Pj 4— UMb 


C2F5 


c-Hex 


2,o-F2-4-OMe 


J c 


c-Hex 


Z,D-F2 4-OCF3 


C2F5 


c-Hex 


2,6-F2-4 OCFg 




c-Hex 


2-CI-6-F-4-OMe 


C2F5 


c-Hex 


2-CI-6-F-4-OMe 




c-Hox 


2-CI 


CF2CI 


c-Hex 


2-CI 


Ui'g 


c-Hex 


2,4-Cl2 


CFjCI 


C-Hex 


2,4-Cl2 




C-Hex 


2.0- CI2 


CF2CI 


C-Hex 


2.6-Cla 


CF3 


1 ■ 

c-nex 


2,4.0-013 


CF2CI 


c-Hex 


2,4.6 Cla 


CF3 


c-Hex 


3-CI 


CF2CI 


c-Hbx 


3-CI 


CFg 


c-Hex 


2-F 


CF2CI 


c-Hex 


2-F 


CFg 


c-Hex 




CFjCf 


c-Hbx 


2,4-F2 


CFj 


0-Hox 


2,o-F2 


Cr2CI 


c-Hex 


2.6-F2 


CFg 


c-Hex 


2,4,0-Fa 


CF2CI 


c-Hex 


2,4.6-^3 


CF3 


c-Hex 


3-F 


CF2CI 


C-Hex 


3-F 




o-nox 


£-Me 


PC PI 


o-Hex 


Z-We 


CFg 


o-Hex 


2.4-Me2 


CFjCI 


c-Hex 


2.4-Me2 


CFg 


c -Hex 


2.6-Me2 


CF2CI 


C-Hex 


a6-Me2 


CF3 


c Hex 


2 -CI-6-F 


CF2CI 


c-Hex 


2-Ch6-i" 


CFg 


0 -Hex 


2,6-F2-4-OMe 


CFjCI 


c-Hex 


2.6-F2-4-OMe 


CF, 


c -Hex 


2.6-5 -2-4 OCF3 


CFjCI 


C-Hex 


2.e-F2-4-OCF8 


CF3 


c-Hex 


2-a-6 F-4-OMe 


CF2CI 


c-Hex 


2-Cl 6-F-4-OMe 


CHgCI 


c-Hex 


2-CI 


CHjF 


c-Hex 


2-CI 


CH2CI 


c-Hex 


2.4-CI2 


CHaF 


C-Hex 


2.4-Cl, 



[0043] 



11^3] 



:(8) 002-308879 ( P 2 0 0 2 - 3 0 8 8 7 9 A ) 



SB 1 ^i-:)^^) 



D 
"2 




1 

Ln 


R2 




• 

Ln 


i-SI J /-VI 


1 1 

c-Hex 




Cn2r 


c-Hex 


2.6-Cla 


/>ij ^ 


u 

c-nex 


Z,4,b -013 


CH21 


c-nex 


2,4,6-Cl3 




c-Hex 


J-CI 


f\\_l rf 

OHjF 


c-Hex 


3-CI 




c-Hex 


2-F 




c-Hex 


2-F 




c-Hex 


2,4-F2 




C-Hex 


2,4-i-2 


CHgCl 


c-Hex 


2.0-Fj 


^^^2^ ■ 


c-Hex 


2,6-: 2 


CH2CI 


C-Hex 


il A P 

2,4,6-F3 


CH2l' 


c-Hex 


2,4,6-F3 


CHjC! 


c-Hex 


3-F 


CH2F 


c-Hex 


3-F 


CH2CI 


C-Hex 


2-Me 


^1 1 I * 

CH2h 


c-Hex 


2-Me 




c-Hex 


2,4-Me2 


CHgF 


c-Hex 


2,4-Me2 




C-Hex 


2,0-Mq2 


CHjF 


C-Hex 


2,6-Me2 


CH2CI 


G-Hcx 


2 -Cl-B-F 


CH2F 


C-Hex 


2-CI-6-F 


CH2CI 


C-Hex 


2,D-F2-4-OMe 


CH^F 


c-Hex 


?,D-F2-4-OMe 


CHzCI 


c-Hex 


2.9-F2-4-OC1 3 


CH2F 


c-Hex 


2,6-l j-4-OCl 3 


CH2CI 


c-Hex 


2^|-6-F-4-OMo 


CH2F 


c-Hex 


2-CI-6 F-4-OMe 


III' 

CHI-2 


Pip 


2-CI 


C2F3 




2-CI 


CHi-2 


Pip 


2.4-Clj 


CjFc 


Hfp 


?.,4-Cl2 




Pip 




C2F5 


Pip 


7,6-01 2 


CH»-2 


Pip 


?,4.6-Cl3 


C2F3 


Pip 


2,4.6-Cl3 


CHFj 


Pip 


3-CI 




Pip 


3-CI 




Pip 


2-F 


C2F5 


Pip 


2-F 




Pip 


2,4-F2 


C2F5 


Pip 


2,4-F2 


^\ lis* 

GiIr-2 


Pip 


2.6-F2 


C2F6 


Pip 


2.6-F2 


CH; 2 


Pip 


2,4.6"F3 


CaFg 


Fhp 


2,4,6-F3 


CHF2 


Pip 


3-F 


C2F5 


PSp 


3-F 


CHFj 


Pip 


2-Me 


C2F5 


Pip 




CHF2 


Pip 


2,4-Me2 


C2F5 


Pip 


2.4-Me2 


\jrir2 


Pip 






Kip 




CHF2 


Pip 


2 -ci-e-F 




Pip 


2-CI-6-F 


CHi'8 


Pip 


^6-F2-4-OMe 


C2F8 


Pip 


2.6-F2-4-OMe 


CHFa 


Pip 


2,6-F2-4-OCF3 


O2F5 


Pip 


2,6-r2-4-OCK3 


CH! 2 


Pip 


2-Ci-6-F-4-OMe 


C2F5 


Pip 


2-CI-6 •F-4-OMe 


CF3 


Pip 


2-CI 


CF2CI 


Pip 


2-CI 


CF3 


Pip 


2,4-Cl2 


CFjCI 


Pip 


2,4-Cl2 


CF3 


Pip 


2.6-CI2 


CF2CI 


Pip 


2.6-CI2 


CF3 


Pip 


2,4,6 -CI3 


CF2CI 


Pip 


2.4.6-CI3 



[0044] 



!(9) 002-308879 ( P 2 0 0 2 - 3 0 8 8 7 9 A) 



» 1 *(o-:5#) 



t<2 


"1 


Ln 


1 s 




Ln 




Pip 


3-CI 


CF2CI 


Pip 


3-CI 




Pip 


2-F 


CF20I 


Pip 


2 -F 


r*c 


Pip 






Pip 


2.4-F2 




Pip 


Z,D-F2 


Cr^CI 


Pip 


2.6-F2 




Pip 




CF2CI 


Pip 


2,4,e-F3 


Ch^ 


Pip 


3-F 


CF|Cl 


Pip 


3-F 


Ul 3 


Pip 


2 -Me 


CF2CI 


Pip 


2'Me 


Ci-3 


Pip 




OF2CI 


Pip 


2,4-Me2 




Pip 


Z,D-Me2 


CF2CI 


Pip 


2,B-Me2 


o» 3 


Pip 


2-CI-6-F 


CFjCI 


Pip 


2-Ch6-F 


O1 '3 


Pip 


2,o-F2~4-OMe 


CFjCI 


Pip 


Z,6-F2-4-OMe 


i^i - 

Ui '3 


Pip 


2,0-r2-4-OCF3 


CF2CI 


Pip 


2,G-F2^4-OCF3 




Pip 


2-CI-6-F-4-OMe 


CFjCI 


Pip 


2-CI-6-F-4-OM0 


Cn2CI 


Fip 


2-CI 


CH2F 


Pip 


2-CI 


CH2CI 


Pip 


2,4 -012 


CH2F 


Pip 


2,4H3l2 


CH2CI 


Pip 


2,0 'CI2 


Crl2i' 




Pip 


2,6-Cl2 




Pip 


ft A A ^1 

2,4,6-Cla 


CHjl' 




Pip 


2,4.6-Cl3 


QH2CI 


Pip 


3-CI 


CH2!' 




Pip 


3-CI 


Cn2Ui 


Pip 


2-F 






Pip 


2-F 


CH2CI 


Pip 


2.4-Fj 


CH2F 


i^ip 


2,4'F2 


CH2CI 


Pip 


2.6-Fj 


OH2F 


i'ip 


2,6-1 2 




Pip 


2A6-F3 


CHaF 


Pip 


2,4,6-F3 


CHjCI 


Pip 


3-F 


CH2F 


:'ip 


3-F 


CHjCI 


Pip 


2-Me 


CH2F 


Pip 




CH2CI 


Pip 


t\ A hi 

2,4-Me2 


CHjF 


Pip 


2,4-Me2 


CH2CI 


Pip 


2,6-Me2 


CHgF 


Pip 


2,6-Ma2 


CH2C) 


Pip 


2-CI-6-F 


CH2F 


Pip 


2-CI-6-F 




Pip 




OH2F 


Pip 


/tO"P2 4"UMe 


CHjCI 


Pip 


2.6-1 -2-4 -OCFa 


CHjF 


Pip 


2,6-F2-4-aCFj 


CH2CI 


Pip 


2-CI-6 •F-4-OMe 


CHjF 


Pip 


2-CI-e-F-4-OMe 


CHF2 


4-Mo-Pip 


2-CI 


C2F5 


4-Mc-Pip 


2-CI 


CHFj 


4-Me-Pip 


i?,4-Cl2 


C2F5 


4-Me-Plp 


2,4-a2 


CHF2 


4-Me-Pip 


i>,6-C)2 


C,F5 


4-Me-Plp 


2.6-a2 


CHF2 


4-Me-Pip 






4-Mc-Pip 


2.4.6-CI3 


CHFj 


4-Me-Plp 


3-CI 


C2F5 


4-Me-Pip 


3-CI 


CHFa 


4-Me-Pip 


2-F 


C2F5 


4-Me-Pip 


2-F 



[0045] [^53 



% 



(a 0) )02-308879 ( P 2 0 0 2 - 3 0 8 8 7 9 A) 



» 1 BiMt) 





Ri 


1 

Ln 






1 

l.n 




4-Me-Pip 


2.4-F3 


OzFg 


4-Me-Pip 






4-Me-l 


'>ip 


Z.S-Pj 


C2F5 


4-Me-Pip 


OA I* 

2,0-1 "2 




4-Me- 


'ip 


2,4,0 r 3 


C2F3 


4-Me-Pip 


2,4,D-F3 






.'jp 


3-F 


CzFa 


4-Me-Pip 


3-F 


Cnr2 


4-Me-l 


I'ip 


2-Me 


C2F5 


4-Ma-Pip 


A ft ft 

2-Me 


^ Lie 
CHF2 


4-Me- 


'IP 


Z,4-Me2 


C2F3 


A ft J r\* 

4-Me-Pip 


2,4-Me2 


CHFj 


4-Me- 


r^lp 






4-Me-Pip 


2,o-Me2 


CHi'2 


4-Me- 




2-CI-6-F 


C2F5 


4-Me-Pip 


2-Ci-6-F 


✓Mir" 

CHFj 


4-Me^Pip 


2,D-F2-4-OMe 


CzFa 


M ft ft r*\> 

4-Me-Pip 


Z,D-F2-4-UMe 


CHF2 


4-Me-S^ip 


2,D-F2-4-OCi'3 


L»2rB 


4-Me-Pip 


2,6-F2-4-OCr3 


CHFj 


4-Me- 




2--CI 6-F-4-OMe 


C2F5 




2*-Ci-8-F-4-OMe 


CF3 


4-Me- 


l>ip 


2-CI 


CF2CI 


4-Me-Pip 


2-CI 


CF3 


4-Me- 


'ip 


2,4-Cl2 


CF2CI 


4-Me-Pip 


?,4-Cl2 


CF3 


4-M©- 


I'ip 


2,6-Cl2 


CFjCI 


4-Me-Pip 


7.,0-Cl2 


CF3 


4-Me- 


l>ip 


2,4,6-013 


CFjCI 


4-Me-Pip 


2,4,6-Cl3 


CF3 


4-Me-Pip 




CF2CI 


4-Me-Pip 


3-CI 


CF3 


4-Me-Pip 


2-F 


CF2CI 


4-Me-Pip 


2-F 


CI 3 


4-Me-Pip 


2,4-F2 


CF2CI 


4-Me-Pip 


2,4-i 2 


CF3 


4-Me-J'ip 


2,6-F2 


CF2CI 


4-Me-Pip 


z.8-;'2 


CF3 


4-Me-l 'ip 


2AO-F3 


CF2CI 


4-Me-Pip 


2,4,D-F3 


CF3 


4-Me-p;p 


3-F 


CF2VI 


4-Me-Pip 


3-F 


C!-3 


4-MB-Pip 


2-Me 


CF2C1 


A tA t^* 

4-Me-Pip 


2-Me 


CI-3 


4-Me-Pip 


2,4-Me2 


CF2CI 


4-Me-Pip 


0 ;i lLJ_ 

2.4-Me2 


CFs 


4-Me-l >lp 


2,6-Me2 


CFiCi 


d ft J 

4-Me-Pip 


2,o-Me2 


CJ'3 


4-Ma-Pip 


2-CI-6-F 


CF2CI 


^ ft ft TV 

4-Me-Pip 


2 -ci-e-F 


CI 3 


4-Me-Pip 


Z6-F2-4-OMe 


CF2CI 


4-Me-Pip 


Z,D-F2-4-OMe 


Ci 3 


4-Me-Pip 


2,6-F2 *4-0Ci a 


CFjCI 


4-Me-Pip 


2,6-| -j-^-OCFs 


Lri-3 


4-Me-Pip 




f*F PI 






CH2CI 


4-Me-Pip 


2-CI 


CH2I" 


4-Me-Pi.n 


2-CI 


CH2CI 


4-Me-Pip 


2.4-CI2 


CH21' 


4-Me-PiM 


2,4-Cl2 


CH2CI 


4-Me-Pip 


2,6-012 




4-Me-Pip 


2.6-CI2 


CH2CI 


4-Me-Pip 


2,4.6-Cl3 


CHgi- 


4-Me-Pip 


2,4,6 Cla 


CH2CI 


4-Me-Pip 


3-CI 


CH2;- 


4-Me-Pip 


3-01 


CH2CI 


4-Me-Pip 


2 F 




4-Me-Pip 


2-F 


CH2CI 


4 Me-Pip 


2.4-Fj 


CH2F 


4-Me-Pip 


Z4-F2 




4-Me'-Plp 


2.6-F2 


CH2F 


4-Me-Pip 


2,6-F2 



[0046] 



[^61 



(ai))02-308879 (P2002-308879A) 



ij 


n 


1 

Ln 




> 

h 


■ % 

*<\ 


■ 

Ln 


On 2^1 


4 Me-Pip 


Z,4.0-F3 


C 




4-Me -Pip 


2.4,6-F3 


On 2^(1 


4 -Me-Pip 


3-F 


C 


HjF 


4-Me Pip 


3 -F 




4 -Me-Pip 


2-Me 


C 


HiF 


4-Me Pip 


2-Me 




4 Me-Pip 




c 


IjF 


4-Me -Pip 


n M MM 




4-Me-Pip 


z,e-Mo2 


C 


H,F 


4-Me -Pip 


A A > A 

2,0-Me2 




4 Me-Pip 


2-CI-6-F 


0 


HjF 


4-Me -Pip 


2-CI-6-F 


/-VI t /-»| 


4 Me-Pip 


0 c rr v«_y-> 1. ^ _ 


c 


HjF 


4-Me -Pip 


2,6 -F2~4'*OMe 




4 -Me-Pip 


Z,D-r2~4-'OCF3 


C 


HjF 


4-Mb-Pip 


2,6-F2 •4-OCF3 




4-Me-Pip 


2-CI-6-r-4-OMe 


C 


HaF 


4-Me Pip 


2-CI-6-F-4-OMe 


<^LJ IT 

CHF^ 


Pyr 


2-CI 


CzF, 




2-CI 


GMFa 


Pyr 


2,4-Cl2 


C2F5 


Pyr 


ZA <j\2 


IP 
CHFj 


Pyr 


2,0 -C12 


C2F5 




A A 1 

2,6^l2 


cnFj 


Pyr 


2,4,6-013 


C2F5 


IV 


2,4,6-Cl3 


CHFj 


Pyr 


3-CI 


C2F5 


;V 


3-Cl 


CMF2 


Pyr 


2-F 


C2F5 


Pyr 


2-F 


CMFj 


Pyr 


2,4-F, 


C2F3 


Pyr 


2,4-F2 


GMF2 


Pyr 


2,0-F2 




Pyr 


2,e-F2 


CI li'2 


Pyr 


Z,4,6-F3 


C2F5 


Pyr 


2,4,6-F3 


CH;'2 


Pyr 


3-F 


CzF, 


Pyr 


3-F 


CHFj 


Pyr 


2-Me 


C2F, 


Pyr 


2-Me 


CHl 2 


Pyr 


2,4-Me2 


C2FS 


Pyr 


A < ■ J 

2,4-Me2 


^1 la * 

CHi-j 


Pyr 


2,D-M02 


C2F9 


Pyr 


2.6-Me2 


CHFj 


Pyr 


2-Ch6-F 


C2F8 


Pyr 


2 ci-e-F 




Pyr 


0 /* r— >i /*\ t J 

2,6 F2-4-OMe 


C2F5 


Pyr 


2,6-F2-4-OMe 


CHF2 


Pyr 


2,6-F2-4-OC5'3 


C2F5 


Pyr 


2,$-F2-4-OCF3 




Pyr 


2-Cl ■6-F-4-OMe 


CzFe 


Pyr 


2-CI-6 -F-4-OMe 


Cl-g 


Pyr 


2-CI 


CFjCI 


Pyr 


2-CI 




Pyr 




CF2CI 


Pyr 




CFa 


Pyr 


2,6-Cl2 


CF2CI 


Pyr 


?.,6-Cl2 


CF3 


Pyr 


M.6 -Cla 


CFjCI 


Pyr 


2,4.6 Cb 


CF3 


Pyr 


3-Cl 


CF2CI 


Pyr 


3-CI 


CFa 


Pyr 


2-F 


CF2CI 


Pyr 


2-F 


OF3 


Pyr 


2.4-F, 


CFjCI 


Pyr 


2.4S-2 


CF3 


Pyr 


2.6-F2 


CFjCI 


Pyr 


2.6-F2 


CF3 


Pyr 


2A6-F3 


CF,CI 


Pyr 


2A6-F3 


CF3 


Pyr 


3-F 


CFjCI 


Pyr 


3-F 



[00473 



[«7 3 



(3.2) )02-308879 (P2002-308879A) 



» 1 m-^-i^) 







t n 


• <2 


IS 


Ln 




Kyr 


Z MC 


Ptr PI 


Pyr 




Org 


ryr 




PF PI 


Pyr 






pyr 


0 A— Mn 


pp r»i 


Pyr 


ZtO-M82 


r*F 


r*yr 


u c 


pp r*i 


Pyr 


2-Cf-6-F 


OF 


ryi 


9 A— F -d— HMa 


PP PI 


I'yr 


Z,0 T2"4"UMe 


or 3 


Hyr 


^,0 r2 *♦ v/I^Tg 


pp PI 




Z,D-P2 '4-OCr3 




Pyr 


2-Cl-6-i'-4-OMe 


Or^C/l 




2-C1 -6-F-4-OMe 




Pyr 


Z-CI 


pii p 


Pyr 


2-CI 






0 A— PI 


O'J P 

Uil2r 




2,4-Cl2 




Pyr 


0 A— PI 
Z.O UI2 


Uil2r 




Z,o-Gl2 




1—1. 
Pyr 


0 >1 PI 


o' J r 
Orl^r 




0 4 A 

^,4.D-Cl3 




Hyr 


0—01 


PU P 


pyr 


3-CI 




Pyr 




p' 1 p 


\yr 


2-F 


OM 01 


Pyr 


0 A— P 
t»1 rj 


p' J ».* 


Pyr 


Z,4-F2 




Pyr 


9 A—F 


PU 


Pyr 


Z,P-F2 


OH r *l 


Pyr 


t,**,o 1-3 


PM ' r 


Pyr 


0 ji B . r" 


oi-i 01 


Pyr 


or 




Pyr 


3-F 


ON 01 


Pyr 


£ Me 


PU ir 


rv 

Pyr 


2- Me 


PU PI 


Pyr 


9 it— AJa 
t,*I^VI©2 


PU "T 

v-«n2i 


Pyr 


Z,4-Me2 


pw 01 


Pyr 


£,o^vie2 


PU • r 


Pyr 


z,o-Me2 


oui 01 


Pyr 


2 CKd-F 


OLI P 


Pyr 


2 Cl-G-F 


pui 01 
L^rl2L»l 


Pyr 


£,0 rj— **^JIVI9 


PU P 


rk 

Pyr 


'.,0-1-2— 4— OM 6 


un2Ui 


Pyr 


2.0""r2 4-Our 3 


CH2F 


Pyr 


2.o-r2**4-OCl-3 


Lrn2L»i 


Pyr 


Z-CI -6 T-4-OMe 


On2r 


Pyr 


2-01-6 •F-4-OMe 


Oni>2 


n-Bu 


2-CI 


C2F5 


n-Bu 


2-CI 


Cni'2 


n-Bu 


i.4-Cl2 


CzFg 


rHBu 


2.4-a7 




n-Bu 






n-Bu 


Z,D-Cl9 


vm 2 


n du 


'..*t,v^vi3 


C F- 


n "Uu 


9 4 fl-PL 


CHl"2 


n-Bu 


3-01 


C^Fg 


n-Bu 


3-CI 


CHI -2 


n-Bu 


2-F 


C.F5 


n-Bu 


2-F 


CHr"2 


n-Bu 




C.F5 


n-Bu 


2,4-F2 


CHFj 


n-Bu 


2,6-; 


C2F5 


n-Bu 


2,6-F2 


CHF2 


n-Bu 


2A6-F3 


C3F5 


n-Bu 


2.4.8-J-3 


CHF2 


n-Bu 


3-F 


C,F5 


n-Bu 


3-F 


CHFj 


n-Bu 


2-Me 


C2F5 


n-Bu 


2-M6 


CHPj 


n-Bu 


2,4-Me2 


C2F5 


n-fiu 


2.4-M82 



[00483 



tlS8] 



(a 3) )02-308879 (P2002-308879A) 



a 1 



a 


0 


Ln 




n 


Ln 


Ui li 3 








n-r?u 


2,o-Me2 




n-Bu 


2-UrD-r 


C2F5 


n-:Ju 


2-CI-6-F 


V/i II 2 


n-Du 




C2F5 


n-Hu 


2,o-F2-4-OMo 




n-Bu 


Z.O r2 4 UUrs 


C2F8 


n-t3u 


2,u-r2-4-OCF3 


Villi's 


n-Bu 


2-CI-D-F-4-OM0 


C2F5 


n-s)u 


2-CI-6-F-4-OMe 




n-Bu 


0 1 

2-CI 


CrPjOl 


n-tJu 


2-CI 


Oi*3 


n-Bu 




CFjCI 


n*3u 


2.4-C12 


CI '3 


n-Bu 




CFjCI 


n-!Ju 


2,0-Cla 




n-Bu 


*i A £t f^l 


Cr2CI 


n-:lu 


J<,4.6^Clg 


Gi'3 


n-Bu 


•'J ^1 




n-Qu 


3-CI 


Cl'3 


n-Bu 


2"r 


CPjCI 


IPS 

n-Bu 


2-F 




n-Bu 


2,4-F2 


CFjCI 


n-Bu 


2.4-! 2 


CI-3 


n-Bu 


on c 
2.9-F2 


CF2CI 


n-Bu 


2,(3-i'2 


Vr'3 


n-Bu 




CFjCl 


n-Bu 


2,4,6-F3 


Ci*3 


n-Bu 


3-F 


CFjCI 


n-Bu 


3-F 


Ch3 


n-Bu 


2-Me 


CFjCI 


n-Bu 


9-Me 


CI 3 


n-Bu 


/I it K 1 
2,4'-Me2 


CF2CI 


n-Bu 


2.4-Me2 


CF3 


n-Bu 


Z,e-Me2 


CF2CI 


n-Bu 


2,6-Mo2 


CF3 


n-Bu 


2 -ci-e-F 


CFjCI 


n-Bu 


2-CI-6-F 


CF3 


n-Bu 


OOP il ^\i.M 

2,6-F2-4-OMe 


CF2CI 


n-Bu 


2,6-F2-4-OMe 


CFa 


n-Bu 


2,D-i-2~4^0GF3 


CF2CI 


n-Bu 


2,6-1 ^"^-OCi 3 


CF3 


n-Bu 


2-CI-6 -F-4-OMe 


CF2CI 


n-Bu 


2-CI-6 •F-4-OMe 


GH2CI 


n-Bu 


2-CI 


CrigF 


n-Bu 


2-CI 


CH7GI 


n~Bu 


<r4-Cl2 


CH2F 




?,4-Cl2 


CH2CI 


n-Bu 


i?,D-Ol2 




n-Bu 


2,o-Cl7 


CH2CI 


n-Bu 


2.4.0-CI3 


CHzF 


n-Bu 


2,4.6-Cl3 


CH2CI 


n-Bu 


3-CI 


CH2F 


n-Bu 


3-CI 




n-Bu 






nr-Bu 


Z-P 


CH2CI 


n-Bu 


2.4-1 -2 


CHgF 


n-Bu 


2,4-F2 


CH2OI 


n-Bu 


2,6-1 -J 


CH2F 


n-Bu 


2,6-F2 


CH2CI 


n-Bu 


2A6-J-3 


CH2F 


n -Bu 


2,4,6-1 -3 


GH2CI 


n-Bu 


3-F 


CHjF 


n -Bu 


3-F 


CH2OI 


n-Bu 


2-Me 


CH2F 


n-Bu 


2-Me 


CHzO) 


n-Bu 


2.4-Me2 


CHjF 


n -Bu 


2,4 Mbj 


CH2CI 


n-Bu 


2.6-Me2 


CHjF 


n-Bu 


2.6 Met 




n-Bu 


2-CI-G-F 


CH2F 


n-fiu 


2-CI-6-r 



[0 049] 



(a4))02-308879 (P2002-308879A) 



» 1 ^[-y-nt) 





Ri 1 Ln 


1 J 




Ln 




n -Bu 


2.6-Fa-4-OMa 


Cil2F 


n-Bu 


2,6 ■r2-4-OMs 




n-Bu 


2,6-F2-4-CX)F3 


pi J c 


r»-Bu 


Z,D-F2-4-OCr3 




n-Bu 


2-CI-6-;'-4-OMe 


J c 


n-Bu 


2-Cr-6-F-4-OMc 


P! Iff 


CF3CH2NU 


2-CI 


CgFg 


CF3Gn2Nn 


2-CI 




CF3CH2NM 


2,4-Cl2 


0 c 


OC OUI MLJ 


Z,4-Cl2 




CF3CH2NH 


2.6 -CI2 


P c 


PC PU KILI 


z,e-vJi2 




CF3CH2NM 


A ^ /ft 

2.4.6-CI3 


c 

G2F5 


OC /^U Ml_t 


2,4,0-013 


P! 4r 

will 2 


It bill 

CF3CH3NH 


3-CI 


C2F5 


f^C r^LJ MLJ 


3-CI 


P!IC 


^\^^ 1 1 &li 1 

CF3CH2NH 


2 -F 


r» c 
U2F5 


PC ^LJ KILI 

Or3^^n2Nn 


2-F 


P!IP 


11 List 

CFaCHjNH 


2,4-Fj 


c 


f^C KILJ 


2,4-F2 


PI IP 


^> II ^ i 1 ft 

CF3CH2NU 


2,5'-F2 


C2F5 


Cr30n2Nn 


2.6-F2 


Pile 

^111*2 


CF3CH2NH 


2.4.6-F3 


p c 


1 /^C /^U KILJ 

Cr3Crl2Nn 


2,4,o-F3 


PMP 


CFaCHjNH 


3-F 


C2F5 


#^LJ KIU 

Cr3Cn2Nn 


3-F 


P' IT 


CF3CH3NH 


2-Me 


C2F5 


f^C KILJ 

CF3Cn2Nn 


2-Me 


P' 


CF3CH2NH 


2,4-Me2 


r* c 
C2F5 


/•'C KILJ 

UF30n2Nn 


2,4-Me2 


P' J'"T 


CF3CH2NH 


2.6-Me2 


CzFb 


OLJ KILJ 


2,o-Me2 


PU*' 


OFaCHaNH 


2-CI-6-F 


C2F6 


f^C OLJ KIU 

Cr3Gn2Nn 


2 -ci-e-F 


PUIC 

vnr2 


CF3CH2NH 


2.B-F2-4-OMe 


C2F5 


f^C r^LJ KILJ 

Lfr3Gn2NH 


Z.D-F2-4-OMe 


r*UP 


CF3CH2NH 


2,6-F2-4-OC;-3 




/^C OU KILJ 


2,0-1 •2-4-OCFg 


PUC 


CFgCHjNH 


2-CI-6-F-4-OMft 


C2F5 


/^tJ KILJ 

LFsCrljNn 


2-CI-6-F-4-OMe 


CF3 


CF3CH2NH 


2-CI 


0^201 


or /^IJ MLJ 

CF3CM2NH 


2-CI 


PC 


CF3CH2NH 


2.4-CI2 


Ur20l 


r^c f^'t KIU 
Lr3Uii2Nn 


4 il 01 

Z,4-Cl2 




CFaCHsNH 


2.6-CI2 


CF2CI 


OP i KILI 

CFsCiljNH 


A .0 01 
7.6-GI2 


PC 


CF3CH2NH 


2>,4.6-Cl3 


CF2V/I 


f>C 01 J KILJ 

Ur3Uii2NH 


0 ji A 01 
2,4,o-Cl3 


PC 


CF3CH2NH 


3-CI 


CFjCI 


OC OIJ KILI 

Ur3GM2Nn 


3-Cl 




OF3CH2NH 


2-F 


CF2CI 


01 J KILJ 

CFsCiljNn 


2-F 


PC 




2.4-Fj 




01 1 KIU 

Lir3UM2Nn 


0 Ji c 

2.4-F2 




CF3CH2NH 


2,6-1-2 






c,o r2 


CF3 


CF3CH2NH 


2A6-F3 


CF2CI 


CF3CM2NH 


2.4.6-F3 


CF3 


CF3CH2NH 


3-F 


CF3CI 


CF3C! iaNH 


3-F 


CFj 


CF3CH2NH 


2-Me 


CF2CI 


CF3CM2NH 


5>-Me 


CFa 


CF3CH2NH 


2.4-Me2 


CF2CI 




2,4-Me2 


CF3 


CF3CH2NH 


2,6-Me2 


CFjCI 


CF3CM2NH 


2,e-Me2 


CF3 


CF3CH2NM 


2-CI-6-F 


CF2CI 


CFsCr^sNH 


2-CI-6-F 


CF, 


CF3CH2NH 


2,B-F2-4-aMe 


CF2CI 


CFaCMzNH 


?.,B-F2-4-OMe 


CF3 


CF3CH2NH 


2.6-! -2-4 OCFg 


CFaCI 


CF3CM2NH 


2,6-1*2-4-00^3 



[00 50] 



[«1 0] 



(CI 5) )02-308879 ( P 2 0 0 2- 3 08 8 7 9 A ) 



m 1 g(o-:?t) 



n 


D 


Ln 






Ln 


Of 3 


PET PU MM 










on PI 


riP PM hsu 


O— PI 


PU c 


PC PU MU 


<-GI 




r^P r*u M*4 


•3 A— PI 
Oi2 


CM2F 


/^C 0 U KILI 

L»r30n2Nn 


Z,4 -012 




PP PU M'l 


c.O U12 


CH2F 


/^C /^U KlU 






PP PU NU 


9 A A— PI 


CH2F 


PC PU KlU 


Z,4,o-Cl3 




PP PU N« J 


o-Ci 


CH2F 


PC PU KlU 


3~CI 


PW PI 


PC r^u M*j 


2 -r 


ClizF 


PC PU KlU 




PU PI 


PC PU KiU 




CWJF 


f^U kill 


2,4-F2 


PU PI 


PP PU Kl't 


9 R..C 
Z.B-F2 


CH2F 


/^C OU KlU 

Cr3Un2Nn 


0 fi c 




UP3Cn2Ni! 




citr 


/^U klU 

CFaCHjNh 


2Ad"F3 


PUI PI 


PC PU klU 


3~F 


C! \2** 






3-F 


PU PI 


PC PU MU 


Z-Me 


CH21 




i-ir- /"» |_J KILI 

Cr3Gn2Nn 


2-Mc 




PC PU uu 




CI Iji' 




r^T— /—I LJ MLI 

Cr3Cn2NH 


2,4-Me2 




CFaCHjNH 


Z,o-Me2 


CM2' 




CF3Cn2Nn 


2,o~Me2 


PU PI 


CF3CH2NH 


Z-CI-o-F 


CH2h 




/*»U KILJ 

Lfr3L»n2lNn 


2 -CI-6-F 




CF3CH2NH 




CHj; 




Cr3Cn2Nr1 


Z,6HF2'"4-OMe 


Cn2Cl 


CF3CH2NH 


Z,u"r2 4"OCi'3 






f\c IlIlj 


2,o-F2-4-OCF3 


PU PI 


CFgCHjNH 


2-CI-6-F-4-O Mo 


CH^F 


PC PU KlU 


2-CI-8-F-4-OMe 


UHF2 


CF3(Me)CHNH 


2-Ci 


CjFj 


f"»cr /iLi^v*uKiu 


2-CI 


CHF2 


CFa(Me)CHNH 


Z.4-CI2 


C,F5 


Cra^Me/CnNn 


Z.4-CI2 


#^ Lirr 

\jnr2 


CF3(Me)CHNH 




C2FJ 


U r 3t^rvl e /OH N n 


0 C Of 

'!:,b-Ul2 




CFaCMe^Cl 


MNH 


0 A £* 01 


C^F, 


PC /'KiA^PUKIU 


0 >i c r«i 




CFg(Me)CI 


MNH 








3-CI 


PUC 


CF3{Me)Cl 


WUH 


2-r 




PC ^KJ_^puuu 


2-F 


PUC 


CF3<M«)Cj 


HUH 


1 Jl—C 

*f4-i*2 


CJF, 


i^C fKi<k^PUKIU 


2,4-F2 


<^LJ IT 


CF3<M«)CI 


\UH 


2,0"! 2 


CJF, 


CFjkMe}CnNn 


2,6'-F2 


Unrj 


CF3(Me)CHNH 


0 it 

Z,4,o rs 


GJFs 


CF^VMe^CHNn 


2,4.8-F3 




CF3(Me)C;iNH 




C,F, 






CHF2 


CF3(Me)CHNH 


2-M6 




CF3(Me)CHNH 


2HVIe 


CHF2 


CF3(Mc)CHNH 


2,4-Mc2 


C,F5 


CF3(Me)CHNH 


2,4-Me2 


GHFj 


CF3(Me)CHNH 


2,6-Me2 




CFs(Me)CHNH 


2.6-Me2 


CHF2 


CF3(Md)CI1NH 


2-CI-G-F 




CF5(Me)CHNH 


2-CI-6-F 


CHFj 


CF3(Me)CMNH 


2,6-F2-4-OMe 


C2F5 


CFjCMeXDHNH 


J>.,6-F2-4-OMe 


CHF2 


CF3(Me)CMNH 


2.6-; -2-4 OCFa 


CjF, 


CF3(Me)CHNH 


2,6-F2-4-OC;"3 


CHF2 


CF3(M«)CSiNH 


2-CI-6-F-4-OMe 


CjF, 


CF3(Mb)CHNH 


2-01-6 •F-4-OMe 


CF3 


CFa(Me)CHNH 


2-CI 


CFjCI 


CF,(MeX3HNH 


2-CI 



100 5 1] 



[Ifel 1] 



(a 6) )02-308879 ( P 2 0 0 2- 3 0 8 8 7 9 A) 



« 1 m^ri-H^) 



a 




Ln 


1 ) 

i<2 




Lri 


r*t ' 

U|-3 


r»cr /kiln^/^LJMLJ 


0 4 _/^i 


CF2C! 


Ci 3(Me;CHNH 


f% A 01 
2.4-CI2 










Ci'3vMe;UnNn 


Z,D-Cl2 












2,4,6-Cl3 


V/l 3 


UravMeJOnNn 


3-CI 




/St* /fc a - ifc 11 1 

C('3(Me;CnNn 


3-CI 


Ci3 




2 -F 




/^f* /ftft - \ysi iftii 1 

UI-3(Me^UnNn 


2-F 


Ci'3 


CFasMeJCHNn 


2,4-F2 


CF2CI 


/Si * i\h SOLIlLlLJ 

C:-3(Me;CHNH 


2,4-F2 


Ci'a 


CFsvMeJunNn 


Z.D-P2 


or 01 
CF2CI 


/S|* /ftil^\OLJftll_l 

CI'3VMejC4nNn 


2,6-F2 


f\, - 






CFjCI 


Ol ' /ft a - \0« Iftll t 


2,4,6-F3 


Ci-3 


r^r /ftj_^^LJk.ii_i 
Ur3vMejCHNn 


3-F 


CFjCI 


/sr* /&L\OLJftlLJ 


3-F 


Ci-3 


CrsvMejCHNn 


2-Me 


f^C /SI 


C!-3<Me)CHNH 


2-M© 


r\, • 




Me2 


CriGf 


C;'3(MeK;HNH 


0 it ftj 

2,4-Me2 


C!*3 


Cr3\MeJUnNn 


n Ci ft j_ 


CF2CI 


Cr3(MeX^HNH 


2,D-M02 


Ch3 


OCT /llil^'^Ot-lklLJ 

CrakivIejCnNn 


2-CI-6-F 


GhjCI 


CF3(Me)CHNH 


2-CI-6-F 




CF3(Me;CnNn 


f% ^ C ^_^ftJ 

2,0 Ta-^-OMe 


GF2CI 


CK3(MeX)HNH 


2,0-F2-4-OMe 




CFslMejCHNH 


2,6-F2-4-OCI-3 


oc /\l 

CFjCI 


GF3(Me)CHNH 


2,o-F2-4 -OCFs 




CFatMejCHNH 


2-CI •6-F-4-OMe 


CFjCI 


CF3(Me)CHNH 


2-CI-8-F-4-OM6 


CH2CI 


CFslMejCHNH 


2-CI 


CH2I- 


CF3(Me)GHNH 


2-CI 


CH20t 


CF3(MejCHNH 


2,4-012 


CH2F 1 




2,4-Cl2 




CFsVMcjCHNH 


2,6-"Ci2 


CHjF 


CF3(Me)CHNH 


2,6-Cl2 


CH2CI 


CFglMejCHNH 


7.,4.6^l3 


^s 1 1 ^ 

un2i ■ 


CF3<MeX)HNH 


2.4,6 CIs 


CH2CI 


^ / 1 J 1111 1 

CF3(Me;CHNH 


3-CI 


CH2r 


CF3(MoX)HNH 


3-CI 


CH2CI 


CFsCMe^CHNH 


2-F 


CH2F 


CFjCMeX^HNH 


2-F 


CH2CI 


CFslMejCHNH 


2.4-F2 


Crl2F 


CFaCMeKJHNH 


2.4-J'2 


CH2CI 


CFslMejCHNH 


2,6-F2 


UH2F 


0F3(MeK)HNH 


2.6-1 2 


CH2CI 


Cr3(Me;CHNH 


2,4,6-F3 


CH2F 


CFsCMeXJHNH 


n A 0 r* 

2,4,6-F3 




CFsCMejCHNH 


3-F 


CH2F 


CF3(Me)CHNH 


3-F 


Cn2Cl 


CF3(Me;CnNH 


2-Me 


OLJ IT 

Cn2r 


CFj(MeX)HNH 




ojj 01 
WI2WI 


v^r 3ViViQ>v' n Nn 






CF3(MeX)HKH 


^,4~lVie2 


CH2CI 


CF3(Me)CHNH 


2,&-Me2 


CHjF 


CFsCMeXJHNH 


2.6-Mej 


CH2CI 


CF3(Me)CHNH 


2 -ci-e-F 


CHjF 


CF3(Me)CHNH 


2 -C1-6-F 


CH2C! 


CF3(Mo)CHNH 


2.6-F2-4-OMe 


CHjF 


CFaCMeKlHNH 


2,6-F2-4-OMo 


CH2CI 


CFa(Me)CHNH 


2.6-F2-4 OCFa 


CHiF 


CF3(Me)CHNH 


2,6-S'2-4-OCl-3 




CF3(Me)CHNH 


2-CI-6-F-4-OMe 


CHjF 


OFjCMeKJHNH 


2-Ch6-F-4-OMe 


CHF2 


c PenNH 


2-CI 


CzFs 


o-PcnNH 


2-Cl 




c -PenNH 


2.4-CI2 


CjF, 


c-PonNH 


7,4-Cl2 


CHi'2 


c-PenNH 


2.e-ci2 


CiF, 


c-PenNH 


2.6-Cla 



[00 52] 



[^12] 



(a 7) )02-308879 ( P 2 0 0 2 - 3 0 8 8 7 9 A) 



» 1 



1 1 




1 

Ln 




Rf 


Ln 




c-PenNM 


2.4,6 -CI3 


CzFg 


C-PenNH 


2,4,6-Cl3 


CHFj 


c-PenNM 


3-GI 


C2F5 


u-PcnNH 


3 CI 


II r- 

CHFj 


p% kill 

c-PenNH 


2-F 




c-:»enNH 


2-F 


/-» u t 

GHFj 


c-PenNH 


2.4-rj 


C2F5 


C-PenNH 


2,4 -Fa 


V/HFj 


c-PenNH 


A ^ P 

2,u-F2 


C2F5 


c-I'enNH 


2.6 -F2 




C-PenNH 


2,4,6-F3 


CyFfl 


& ft ■ ■ 

C-PenNH 


Z4,6-F3 


CiiFj 


C-PenNH 


3-F 


CyFj 


c-HenNH 


3-F 




r\ ft. II i 

c-PenNH 


2-Me 


C2F5 


p^ ft. ft ■ ■ 

C-PenNH 


M ft 

2-M© 




C-PenNH 


Z,4H\^e2 


C^Fa 


kill 

c-PenNH 


2,4-Mej 


/-V 1 1 ^ 

CHFj 


C-PenNH 


2.D-Me2 


1^ 

CzFfi 


C-PenNH 


^ ft M 

2,6-Me2 


CHFj 


C-PenNH 


2 -0I-6-F 


C2F5 


C-PenNH 


2-CK6-F 


CHFj 


ft ti 4 

c PenNH 


2,o-F2-4-OMe 


C2F5 


c-PenNH 


2.6-F2-4-OMe 


CHFj 


C-PenNH 


^ A #^ A 

2.6-r2'4 OCFa 


C2F6 


C-PenNM 


2,6 •F2-4-OCF3 


CnF2 


C-PenNH 


2-CI-6'F-4-OMb 




ft ft A ft 

C-PenNM 


Jift ft A ftMft M Jfl^ ft ft 

2-CI-6-F -4-01^46 


CJ'3 


G PenNH 


2-CI 


CF2CI 


ft ft I ■ 

o-PenNH 


2-CI 


CFa 


c PenNH 


^,4-Cl2 


CF2C( 


C-PenNM 


2.4-CI2 




All V 

c PenNH 




CF2CI 


p^ ft i ft ft 

C-PenNM 


2.6-CI2 


CF3 


^k. ft 1 1 f 

C-PenNH 


?,4,6-Cl3 


CF2CI 


& ■ ft ■ 

C-PenNM 


2A6-CI3 


CFg 


C-PenNH 


3-GI 


CF2CI 


C-PenNM 


3-CI 


CF3 


c-PenNH 


2-F 


CF2CI 


C-PenNM 


2-;. 


CF3 


c-PonNH 


2,4-^2 


CFjCI 


o-PenNM 


A ^ ^ 

2,4-F2 


CF3 


C-PenNH 


2.6-F2 


ft** ^Hft 

GF2CI 


C-PenNH 


2.6-F2 


CF3 


All ft 

C-PenNH 


A .J f T~ 
2A6-F3 


CF2CI 


ft ft 1 ft 

C-PenNH 


2.4.6-F3 


CF3 


C-PenNH 


3-F 


CF2CI 


C-PenNH 


3-F 


CF3 


C-PenNH 




CFzCI 


C -PenNH 


2-Mo 


CF3 


C-PenNH 


A ^ & J 

2,4-Ma2 


CF2C! 


C-PenNH 


A J ft # 

2,4-Mo2 


CF3 


C-PenNH 


A ^ ft. J 

2,6-Ma2 


CF2CI 


C-PenNH 


A ft A 

2,6-Me2 




c-PenNH 


2-CI-6-; 




C-PenNH 


/-CI -8 -F 


CFa 


C-PenNH 


9.,6-F2-4-OMe 


CF2CI 


C-PenNH 


2,6-rj-4-OMe 


CF, 


C-PenNH 


2,6-F2-4-OCF3 


CF2CI 


c -PenNH 


2,6-F2-4-OCF3 


CFj 


C-PenNH 


2-CI-6-F-4-OMe 


CF2CI 


C-PenNH 


2-CI-6-F-4 OMe 


CHjCI 


C-PenNH 


2-CI 


CHiF 


c -PenNH 


2-CI 


CH2CI 


C-PenNH 


2.4-CI2 


CHjF 


C-PenNH 


2,4-Cl2 


CH^CI 


C-PenNH 


2.6-CI2 


CHjF 


C-PenNH 


2.6-CI2 


CH2CI 


C-PenNH 


2,4.6-C), 


CH2F 


C-PenNH 


2,4,6-013 


CH2CI 


C-PenNH 


3-CI 


CHjF 


C-PenNH 


3-Cl 



[00 53] 



1^1 3] 



(as) )02-308879 ( P 2 0 0 2 - 3 0 8 8 7 9 A ) 



p 




1 M 
Ln 




D 


1 

Ln 


PH PI 


c renNil 


^ r 


P' 1 c 


c-PenNH 


2-F 


PH PI 


r\ Ml J 

c^onlNii 






c-PcnNH 


2,4- F2 


PU PI 


C KOnNil 




P' 1 c 
l2r 


^ 0 _ Mil 

0-PenNH 


2,6-F2 


PU PI 


c PenNil 




Uil2r 


^ ift. 1 1 1 

C-PenNH 


2,4,6-F3 




c r enNi 1 


3 r 


P' J C 


c-PenNH 


3-F 


PH PI 


c^HenNii 




P' 1 C 


_ i-» III 

C-PenNH 


0 k > 


PU PI 


c-PanNH 


1 A—KMa. 

IVI©2 


P« J c 

Uil2r 


C-PenNH 


2,4-Me2 


PU PI 


c renNii 


9 ft— kirn. 


PI J c 


c-PenNH 


2,o-Me2 


PU PI 


o-PenNi1 




p' J rr 


n kill 

C-PenNH 


2-CI-6-F 


PM m 


c-PenNn 




Url2r 


n kill 

C-PenNH 


Z,o-r2-4-OMe 




c-PenNH 




0 LI • * 


C-PenNH 


/% A ^ ^% 

2,6-F2-4 "OCFs 


PU PI 


0 -PenNH 


2-CI -6-F-4-OMe 




kilt 

C-PenNH 


2-CI-6-F-4-OMe 


JfT 

Vji1r2 


iso-PrNH 


2-GI 


^2^5 


iso-PrNH 


2-CI 




iso-PrNH 


ZA Oh 




& 1 1 ft 

tso-PrNH 


2,4"Cl2 




isoH'i-NH 


4 e_pi 


C2F5 


k, ■■ ■ 

iso-PrNH 


2,6-Cl2 




leo-PrNH 


2,*,o -013 


C2F9 


n k 1 1 ft 

leo-PrNH 


^,4,6 "Clj 


Gill's 


iso-PrNH 


3-CI 


CaFj 


iso-PrNH 


3-CI 




* III 

iso-PrNH 


2-F 


C2F5 


iso-PrNH 


2-F 


/^Lli ■ 


iso-PrNH 


2,4-F2 


CzFj 


leo-PrNH 


2,4-i'2 




« kit t 

jso-PrNH 


2,0-Fa 


CgFfi 


iso-PrNH 


2.6-ia 


CHF^ 


iso-PrNH 


2,4,6-F3 




* ^% ft ft 1 1 

iso-PrNH 


2.4,6-F3 


PLIC 


iso-PrNH 


3-F 


G2FS 


* kill 

iBO-PrNH 


3-F 


GrlF2 


* kill 

iso-PrNH 


A ft d 

2-Me 


CaFs 


iso-PrNH 




our 


iso-PrNH 


Z,4-Me2 


C2F5 


!5o-PrNH 


2,4-Me2 


PLIC 


i30-PrNH 






180-PrNH 


2,D-Md2 


CjHr2 


ISO -PrNH 


2-CI-6-F 


CgFfi 


r\ k 1 ft 1 

150-PrNH 


2-CI-6-F 




iSD-PrNH 


^0 r 2^ UMo 


P c 
C2F5 


iso-PrNH 


".fO r2 4-OMe 




ISO r^rWPI 






IBM— D^AIU 
180 rnMH 


9 fi-F <->4— OPh' 
*iD r 2 ■! Vvrs 


CHF2 


feo PrNH 


Z-CI-6 F-4-OMe 


C2F5 


Iso-PrNH 


2-CI-6-F-4-OMe 


CF3 


ISO -PrNH 


2H3I 


CFaCI 


iso-PrNH 


2-CI 


CF3 


iso-PrNH 


2.4-CI2 


CF2CI 


iso-PrNH 


2.4-CI2 


CF3 


iso-PrNH 


?,6-Cl2 


CF2CI 


ieo-PrNH 


2.6-02 


CFa 


iso-PrNH 




CF2CI 


iso-PrNH 


2.4.6-CI3 


CF3 


iso-PrNH 


3-CI 


CF2CI 


iso-PrNH 


3-CI 


CF3 


iso-PrNH 


2-F 


CFjCI 


leo-PrtsIH 


2-F 


CF3 


iso-PrNH 


2.4-F2 


CF2CI 


iso-PrNH 


2.4-F2 



[00 54] 



[^14] 



(CI 9) )02-3 08879 ( P 2 0 0 2 -3 0 8 8 7 9 A) 



St 1 mi>rs^) 



K2 




Ln 


1 > 




Ln 


Ui 3 


iso-frNn 


*> A— C 


CFjCI 


tso-PrNH 


il.W-Fj 




iscrfrNii 






iso-PrNH 


2,4.D-F3 




ISO— HrN»l 


*> IT 

0 -r 




iso-PrNH 




tri 3 


ISO— HrNfl 


Z 'Me 




iso-PrNH 


2-Me 


Ui "3 


* r^-na J 

is<r-PrNii 


£.4 Meg 




iso-PrNH 


2,4-M02 




iso-PrNH 






i30-PrNH 


2,D-Me2 


t^i 3 


iso-FtN»i 


2-CI-B-F 




iso-PrNH 


2-CI-6-F 




iso-PrNi i 




Or20l 


• r% till 

iso-PrNH 


2,D-r2 4-UM6 




lao-FrNM 


Z,0~P2 Uv/r3 




rv-k II 1 

iso-PrNH 


one ii_^/^r? 
Z,0-P2'4-<JCr3 




iso-t-tNI 1 


2-Ci-o-r-4-OMe 


Cr2CI 


^ t III 


2-Cl ■6-F-4-0M6 


Put r**i 


iso-PrNM 


z-ci 


/-s LI r* 

CN2F 


iso-PrNH 


2-CI 




iso-RrNM 






Rio-PrNH 


2,4-Cl2 




iso-PmM 


Z,D -UI2 


O' J c 

Uil2r 


* r> L iLJ 

iso-PrNH 


2.6-Clj 




iso-PrNH 






5 ^ hill 

iso-PrNH 


?^4.0-Cl3 




iso-PrNM 


3-*CI 


01 II' 
Ull2< 


iso-PrNH 


3-01 




• III 

iso-PrNH 


2-F 


Ui 121' 


ft II 1 

iso-PrNH 


2-F 


Crl2Uf 


iso-PrNM 


2,4-F2 


CH2I- 


iso-PrNH 


A A r— 

2,4-F2 


Un20l 






v>n2i 


iso-PrNH 


2,6-F2 


CH2CI 


i80-PrNH 


2,4,6-F3 


CH2h 


ft II I 

iso-PrNH 


2,4,6-F3 


Cn2CI 


iso-PrNH 


3-F 




ft ti i 

iso-PrNH 


3-F 




iso-PrNH 


2-Me 


»_• 


isQ-PrNH 


2-Me 




iso-PrNH 


Me2 


CH2I 


iso-PrNH 


2,4-Me2 




iso-PrNH 


0 ki - 

t.0^Me2 


/Nil 1 - 

un2» 


iso-PrNH 


Z.o-Me2 


On 2^1 


iso-PrNH 


2-CI-D-F 




iso-PrNH 


2 -Cl-C-F 




iso-PrNH 






180-PrNH 


2,0-1-2 4-OMe 




iso-PrNH 




Cn2F 


r> ft 111 

iso-PrNH 


Z,o-Fj-4-uCr3 




iso-PrNH 


2-CI~6 -F-4-0 Me 


CHiF 


-hill 

iso-PrNH 


2'-CI-8-F-4-OMe 




r%. ,k til 


2"-\jl 




sec— ouNH 


z-ci 




sec-BuNH 


2.4-CI2 




sfic-BuNH 


2,4-Cl2 


CHF2 


secr-HuNH 


^6-cl2 


C2F5 


sec-BuNH 


2.6-CI2 


CHn2 


3cc-BuNH 


2,4.6 -CI3 


C2F5 


sec-BuNH 




CHFg 


C8c.-BuNH 


3-CI 




8ecH3uNH 


3-CI 


CHJ '2 


sec-BuNH 


2-F 


C2F5 


sec-BuNH 


2-F 


CHi'2 


sec-BuNH 


2.4-F2 


C2F5 


sec-BuNH 


2.4-! -2 


(JHFj 


8ec-6uNH 


2.a-F2 




sec-BuNH 


2,6-J-2 


CHFa 


&fic-BuNH 


2A6-F3 


CzFs 


secr-BuNH 


2.4.6-F3 



[00 55] 



[^1 5] 



(e0))02-308879 (P2002-308879A) 



m 1 sco-iJt) 



.<2 


□ 

"1 


Ln 


.<2 




Ln 




sec-DuNM 


3-r 


C2Fb 


sec-BuNH 


3-F 




scc-BuNn 




C2F5 


sec-BuNH 


2 Me 




6ec~DuNr1 




C2F5 


n ^1 i 1 

eeo-BuNH 


2,4-Me2 


JIT 


secBuNH 




C2F6 


sec-BuNH 


'it* ft 4 

2,o-Me2 






o_^t a t 


C2F5 


n ^iB 1 

sec-BuNH 


2-CI-6-F 


L»iir2 


sec-ouNH 




C2F3 


sec-BuNH 


Z,D-F2"4-OMo 








CzFb 


Alii 

sec -BuNH 


2,B-F2-4-OCF3 


vji1r2 




2-Ci-6-i'-4-'OMe 


C2F5 


1^ bill 


2-CI-6-F-4-OMe 




sec-DuNii 


/-CI 




n III 1 1 

sec -BuNH 


2-CI 




s«c-BuNH 


2,4-Cl2 


CFjCI 


sec -BuNH 


2.4-UI2 




sec-BuNii 




CFjCI 


sec-BuNH 


2.6-CI2 


CS-3 


1 ^ kill 


*i A £ 
Z,4,0-Cl3 


CF2CI 


soc-BuNH 


2,4,6-013 


CJ 3 


soc—BuNH 


3-CI 


CFjCI 


soc-BuNH 


3-CI 


Cra 


sec-BuNM 


2 F 


CFjCI 


sec-BuNH 


2-F 




^x Kit 1 

sec-BuNH 


2,4-F2 




n ^ It ft 

sec-BuNH 


2,4-F2 




soc-UuNH 


0 e IT 

2,B-F2 


CF2CI 


6do-BuNH 


^♦6-F2 


C|-3 


sec-BuNH 


n A 0 IT 

Z.4,o-F3 


CF2CI 


sec-BuNH 


2.4,6-F3 


CF3 


se<rBuNH 


3-F 


CFjCI 


sec-BuNH 


3-F 


CF3 


aeo-BuNH 


2-Me 


CFjCI 


r*\ bill 

seo-BuNH 


2-Me 




sec-GuNH 


Z,4-Me2 


CF2Ci 


sec-BuNH 


2,4-Me2 




bill 

seir-f3uNH 


2,0^ ©2 


CFjCI 


kill 

sec-BuNH 


2,6-Me2 


CF3 


soc-BuNH 


2-CI-6-F 


Cr2CI 


^ If ■ 

sec-BuNH 


2-CI-6-F 


CF3 


sec-BuNH 


2.0 •F2*-4-OMe 


CF2CI 


sec-BuNH 


2,6-F2-4-OMe 




sec-BuNH 


2,e-F2~4-OCl'3 


CF2CI 


sec-BuNH 


2,6-F2-4 'OCF3 


CF3 


sac-BuNH 


2-CI-6-F-4-OMe 


f\ l~ 1 
CF2CI 


sec-BuNH 


5i-CI-6-F-4-OMe 


CHjCI 


soc-BuNH 


2-CI 


L#n2i" 


sec-BuNH 


2-C! 


CH3CI 


soc-BuNH 


2,4-Cla 




sec-BuNH 


2.4^l2 




socBuNH 




CAAJP 


sec DUNn 




CHjCl 


eoc-BuNH 


2,4.6 OI3 


CHjF 


sec-BuNH 


2.4,6 -Cla 


CH2CI 


soc-BuNH 


3-CI 




sec-BuNH 


3-CI 


CH2CI 


soc^BuNH 


2-F 


CM2K 


sec-BuNH 


2"F 


CHjCI 


soc-BuNH 


2.4-F2 


CH2F 


sec-BuNH 


2,4-F2 


CH2CI 


sec-BuNH 


2.O-F2 


CH2F 


sec-BuNH 


ze-F2 


CH2CI 


sec-BuNH 


2.4.6-F3 


CI izS' 


sec-BuNH 


2,4.6-F3 


CH2CI 


eec-BuNH 


3-F 


CMji- 


cec-BuNH 


3-F 




sec-BuNH 


2-Me 




sec-BuNH 


2-Me 



[00 56] 



1^1 6] 



1 ) )02-308879 ( P 2 0 0 2 - 3 0 8 8 7 9 A ) 



m 1 S(o-:5#) 



• 1 

i<2 




Ln 


l«2 


1 s 


1 

Ln 




sec-BuNH 


Z,4Me2 


CM2r 


sec -BuNH 


2.4-Me» 




scc-BuNn 


c,o— iviej 




sec -BuNH 


AO k J 

2,6-Me? 




. _ r3 . Kl LI 

S6C~BuNH 


2-CI-o-r 


Ci l2r 


8ec -BuNH 


2-CI-6-F 


Un2CI 


sec^uNH 


2,0— rj- 4— ume 


Cil2r 


sec -BuNH 


2,6-F2-4-OMo 




sec^uNM 


^,0" r 2 *t— UO r 3 


Urljr 


secT-BuNH 


2,o-F2-4-OCF3 




n LIU 

seo-BuNM 


2-CI-D-h-4-OMe 


Ui l2r 


kill 

sec-^uNH 


2-CI-6-F-4-OMe 




A ^ 11 


/-CI 


CjFs 


4-F-c-Hex 


2-CI 


ch;-2 


4^r-c-Tlex 


^,4-Ul2 




A ^ 1 1 

4-F-c-Hex 


2,4 d2 


cuFj 


4-F-c-Hex 




C2F5 


^ i*~ II 
4-F-c-Hex 


2,0 'CI2 




4-F-c-Hex 


z,4,e-ci3 


C2F5 


4-F-c-Hex 


0 il A ^>l 
2,4,6-013 


cnrj 


4'-F-c-Hex 


3-CI 


C2F5 


4-F-c-'Hex 


3-CI 




4-F-c-+lex 


2 F 


C2F5 


4-F-o Hex 


2-F 


CMFj 


4-F~c-Hex 


2,4-F2 


C2F6 


4-F-c -Hex 


2,4-F2 


CiiFj 


4-F-c-Hex 


ABC 

2,B-F2 


C2F5 


4-F-c-Hex 


2,G-F2 


CM! 


'•2 


4-F-c-Hex 




f\ r~ 
C2F5 


4-F-c -Hex 


2,4,6-F3 


CM; 


'"2 


4-F-C-H8X 


3-F 


C2F5 


4-F-c 'Hex 


r— * 

3-F 


CHI 


'"2 


4-F-c-Hex 


2-Me 


C2F5 


4-F-c Hex 


2-Me 


CHI 


'•'2 


4-p-c-Hox 


Z,4-Me2 


OjFj 


4-F-c -Hex 


AM K 

2,4-Me2 


CH. 


2 


4-F-c-Hox 


2,6-Me2 


r— ' 

C2F5 


4-F-C-H8X 


2.6-Me2 


CH 


• 

* 

2 


4-F-c-'Hox 


2-CI-6-F 


CjFs 


4-F-c-Hex 


2-CI-6-F 


CH 


'2 


4-r-c-nex 


2,6 Fj-A-OMe 


C2F5 


4-F-c-Hex 


2,6-F2-4-Ome 


CH 


"2 


4-r-c-Hox 


2.D-F2 ^-OCi-s 


C2F5 


4-F-c-Hex 


2,6-F2-4-OCF3 


CH 


V 

*2 


4-F-c-Hox 


2-CI -6-F-4-OMe 


C2F8 


4-F-c-Hbx 


2-CI-6-F-4-OMO 


CF3 


4-F-c-Hcx 


2-CI 


CF2CI 


4-F-C-H8X 


2-CI 


CF3 


4-F-c-Hox 


2,4-Cl2 


CF2CI 


4-F-o-Hbx 


A ^ ^1 
2.4-CI2 


CF3 


4-F-c-Hox 


2,6- CI2 


CF2CI 


4-F-c-Hbx 


2.6-CI2 


CF3 


4-F-c-Hox 


2,4,6 -CI3 


CF2CI 


4-F-c-Hex 


A il /^l 

2.4.6 Cl3 


CF3 


4-f — c-Hox 


o-CI 


Ur2^l 


4-r-c-Hex 


3-CI 


CFa 


4-F-c-Hox 


2-F 


CFjCI 


4-F-c-Hbx 


2-F 


CF3 


4-F-c-Hox 


2.4-F2 


CF2CI 


4-F-c-Hbx 


2.4-; "2 


CF3 


4-F-c-Hcx 


2.8-F2 


CF2CI 


4-F-c-Hbx 


2.6-1 -2 


CF3 


4-F-c-Hox 


2.4.6-F3 


CF,CI 


4-F-C-H8X 


2.4,6-F3 


CF3 


4-F-c-Hcx 


3-F 


CFjCI 


4-F-c-Hdx 


3-F 


CF3 


4-F-c-Hox 


2-Me 


CF2CI 


4-F-c-Hex 


2-Me 


CF3 


4-F-c-Hox 


2.4-Me2 


CFjCI 


4-F-c-Hex 


2,4-Me2 


CF3 


4~F'-c-Hox 


2,6-Me2 


OF2CI 


4-F-c-Hbx 


2.6-Me2 



[0057] 



[^17] 



(^2) )02-308879 ( P 2 0 0 2 - 3 0 8 8 7 9 A ) 



m 1 SC':>-:5t) 







Ln 


i<2 




Ln 




4 -F-c-nex 


2-CI-o-F 




4-F-c-Hex 


2-CI-6 -F 


Ui'3 


A .rr t J ^ 

4 -F-x^nex 


ii,D-r2^^^Mo 


UF2OI 


4-F -c-Hex 


0 C ■ * A /Nft A 

2,6-1 •2~4-OMe 


r»« r 


4-F-O-HOX 


AO— UUr3 




4^F -o-Hex 


2,B-F2-4-OCF3 


r*« r 
Oi '3 


4 r c Hex 


2— C 1-6- F-4-0 Mo 




4-F -c-Hex 


2-Cl-b-f-4 OMa 




4 r c 1 lex 




rM_l r— 

Cn^r 


4-F -c-Hex 


2-CI 




4-F-c-Hex 


^,4-vl2 




4-F-c-Hex 


2,4-Cl2 


Un2Ul 


4-F-c-Hex 




CHjF 


4-F -c-Hex 


2,6-012 


UHjUl 


4-F-c-Hex 


4 il /M 


C1I2F 


4-F-c-Hex 


2.4,6-013 




4-F-0-H0X 


3-Cl 


UiigF 


4-F -c-Hex 


3-CI 




4-F-c-Hex 


2-F 


dlyF 


A t I 

4-F"^*Hex 


2-F 




4-F-c-Hex 


2,4-F2 


CiiaF 


4-F -c-Hex 


2,4-F2 


/~StJ /-S| 

CHjCI 


4-F-c-Hex 


2,8-F2 


CM2F 


4-F-c-Hex 


2.6-F2 


CH2CI 


4-F-c-Hex 


2.4.0-Fa 


CM2F 


A 1 ■ 

4-F-c-Hex 


2,4,6-F3 


CH2CI 


4-F-G-Hex 


3 F 




4-F-c-Hex 


3-F 


CHjC! 


4-F-c-nex 


2-Me 


Cii2F 


4-F-c-Hex 


2 Me 


CHjCI 


4-F-o-Hex 


2,4-Me2 


Ci I2F 


A 1 1 

4-F-o-Hex 


A ii ft J 

2,4-Me7 


CH2CI 


4-F-c-Hex 


n 0 ft A ^ 

2.o-Me2 


CH2F 


4-F-c-Hex 


2.6-Me2 


CH2CI 


4-F-c-Hox 


2-CI-6-F 


CM2F 


4-F-c -Hex 


2-CI-6-F 


CH2CI 


4-F-c-Hox 


2.6-F2-4-OMe 




4-F-c -Hex 


2,6 -F2-4-OMe 


CH2CI 


4-F-c-Hex 


2,6-F2 •4-OCF3 


CM2F 


4-F-c-Hex 


2.6-F2 4-0 CF3 


CH2CI 


4-F-c-Hox 


2-CI-0-F-4-OMe 


ClfsF 


A ft A 

4-F-C "Hex 


2-CI -e-F-^-OMe 


CHF2 


Et2N 


2-CI 




Et2N 


?.-CI 


CHF2 


Et2N 


2,4 -CI2 


^X 

C2F5 


Et2N 


2.4 -CI2 


CHF2 


EtjN 


2,6 CI2 




EljN 


Z.6-CI2 


CHF2 


Et2N 


2.4,6-013 


C2F5 


EI2N 


2.4.6-CI3 


CHF2 


Et2N 


3-CI 




r* 1. ft 1 

Et2N 


3-CI 


CHFa 


Et2lN 


2-F 


C2F6 


EtjN 


2-F 


P.UP 


CI2IN 




n c 






CHFj 


Et^N 


2.8-F2 




EtjN 


2,6-F2 


CHFa 


EtjN 


2.4.6-F3 


C2Fj 


Eijti 


2A6-F3 


CHFg 


EI2N 


3-F 


CjFs 


EtjN 


3-F 


CHF2 


EtiN 


2-Me 


CjF, 


EtzN 


2-Me 


CHF2 


EtsN 


2.4-Nle2 


CjF, 


EtsN 


2.4-Me2 


CHF2 


EtjN 


2.6-Me2 


CjF, 


EtjN 


2,6-Me2 


CHF2 


EtzN 


2-CI-6-F 


CzFj 


EI2N 


2-CI-6-F 


CHF2 




2.6 •F2-4-OMe 


CjF, 


EtiN 


2.6 -F2-4-OMe 



[00 58] 



[«18] 



(S3) )02-308879 (P2 0 0 2-3 0887 9A) 



S 1 



Kg 




Ln 








/-« ij r- 






Cars 


tt2lN 


Z,0-r2 4-OCr3 








G2F5 


C« Kl 


Z-CI-o-F-4-0 Me 










C! Kl 


<-Cl 






9 r*i 


Crtvl 


Cs Kl 


Z,4-Gi2 


f*rr 
wi 3 


tt2lN 


9 ft— PI 


PC PI 


C! Ki 




v^> 3 




/,4,0— <->l3 




Ci Kl 


Z,4,5-Cl3 


Ci '3 




3-Cl 


/^C /^l 

vr2vl 


C* Kl 
tl2N 


3-CI 






Z r 




C* Kl 


2rr 






Z,4 


PC PI 


C4 M 


^4-r2 


Ci3 


C«. Kl 

btgiN 


0 ft— C 


«*»c 


Kl 

tt2N 


2,0 rj 








r»c r*i 


Kl 




Ci-3 


Kl 


3 -F 


CF2CI 


C* Ki 

bt2N 


3-F 


Ci-3 




2-Me 


CFjCI 


C4 Kl 

tt2N 


2-Me 




Ct2N 




CF2CI 


C* Kl 


Z,4 Me2 


trl-3 


C« Kl 


£,tr~Me2 


CF2CI 


C<* Kl 


z,D— 




Ex Kl 

Et2N 


2-CI~o-F 


CF2CI 


C* Kl 

tt2N 


2-CI-D~F 


01 "3 


Kl 

EtsN 




CFjCI 


Ca ki 
tt2N 


A A C* il rtKJ — 

Z,G-*r2 4 OMe 


r\t - 

0^3 


Kl 

ct2N 




CFjCf 


C-i- Kl 




CF3 


WTX K I 

EtjN 


2-Ch6-F-4-OMd 


CF2CI 


C4. Kl 

bt2N 


2-CI-6-F-4-'OM© 


CH2CI 


Kl 

EtjN 


z-CI 


C\\^l 




C*. Kl 


z-CI 


CH2CI 


Kl 

EtjN 




CH2I 






0 A /^l 

Z,4-\jl2 




C?A Kl 

Et2N 




CHgi' 




C«- Kl 

tt2lM 


0 C_/^l 

z,b-W2 


CH2CI 


Pa Kl 

EtgN 


2,4,0 -CI3 


CH2J 




IT* Kl 

EtaN 


2,4.0 -CI3 


CH2CI 


Kl 

EtsN 


3-01 


CH2!' 




Cm. M 
EtjN 


3-CI 


IT 01 


Ca Kl 

Et2N 


2-F 






C4 Kl 

c:t2N 


2-F 


CH2CI 


Pa K( 

EtgN 


Z.4-F2 


CH2i 




kl 

Ct2N 


2.4-1 2 


CHjCI 


K( 


Z.o-Fj 


CH2I' 




C4 kl 


2,6-1-2 






9 A fi-F- 
^3 


CH2I* 




Ft M 




CH2CI 


EtgN 


3-F 






EtgN 


3-F 


CH2CI 


EtjN 


2-Me 


CH2I 




EtjN 


2-Me 


CM2CI 


EtzN 








Et2N 


2.4-Mez 


CH2CI 




2,6-Me2 


CH2t 




EtsN 


2.6-Me2 


CH2CI 


EI2N 


2-CH6-F 


CH2i 




EtaN 


2 -ci-a-F 


CH2CI 


EtzN 


2,6'F2-^-OMo 


CH2! 




EtsN 


2,6-F2-4-OMe 


GH2CI 


EtjIM 


2.e-F2 ^-ocrg 


CH2i 




EtjN 


2,6-F2-4 OCFg 


CH2CI 


Et^N 


2-CI '6-F-4-OMe 


CH2' 




Et^N 


2-Ch6-F-4-OMe 



[00 593 



1^1 91 



(S4))02-308879 (P200 2-308879A) 



9 1 



K2 


D 


Ln 




•<i 


1 

Ln 




c^en 


<~Q\ 


C2FB 


c-Pen 


2-CI 








r* p 


c-Pen 


ti4-V/l2 




c— Ken 






c-*Pen 


0 ft— PI 


Wl II 2 




*,*r,0— v/lj 


p p 


c-Pen 


0 A A— PI 




n 

c ron 








c ren 




ch;'j 


c-r'en 


^ "r 


p 


c-Pen 




cnKj 


c-Pen 


LA 


p p 


c-Pen 


0 d— p 


CHKj 


c ron 


0 R-P 




c Pen 


0 A— P 






4t,*l,D-r3 


r» p 


c-Pen 


0 A fi r 


CWF, 


c-P6n 




p p 


c-Pen 


o—r 


CUF; 


c-Pen 


Z Me 


p p 

C2F5 


c-Pen 


2-Me 


CMF2 


o-Pen 




p p 


o-Pen 


z,4— Me2 


CHI 


2 


c-Pen 




C2F5 


c-Pen 


^,0 Me2 


CMi 




c-Pen 


2-CI-o-F 


P P 
C2F5 


c-Pen 


2-Ci-e-F 


cn; 


• 

•2 


c-Pcn 




P P 


c-Pen 




CH 




c-Pon 




p p 


c— Pen 


9 fi— p — A— r^pp 


cni 


^'2 


c-Pen 


2-CI •B-F-4-OMe 


r» P 


c-Pen 


2-Cr-o-F-4-OMe 


c\ 


3 


c-Pen 


Z^l 


OP PI 


c-Pen 




c; 


3 


0"Pen 




PP PI 


0-Pen 


9 A— Pi 


CF3 


c-Pen 






c-Pen 


9 R— PI 


CF3 


c-Pen 




PP PI 


c-Pen 


9 il A—PI 


CF3 


c™Pen 


3-CI 


PP PI 


o-Pen 


3-C! 


CFj 


c-Pen 


2-F 




c-Pen 


2— r 


CF3 


o-Pen 


0 d— c 


PP PI 


c Pen 


0 A->P 

^4 ra 


CF3 


c-Pen 


9 ft— c 


PP PI 


c-Pen 


9 A— 


CF3 


c^Pen 


0 >l R—C 


Ur2t/l 


c— Pen 


9 VI ft— P 


CFg 


c-Pen 


0-r 


PP PI 


c~Pen 


3-r 


CF3 


c non 




CF,C1 




£ mO 


CF3 


c Pen 


2.4-Me2 


CF2CI 


c-Pen 


2.4-Me2 


CF3 


c Pen 


2,6-Me2 


CFjCI 


c-Pen 


2,6-Me2 


CF3 


c Pen 


2 -CI-6-F 


CF^CI 


c-Pen 


2-CJ-6-F 




c -Pen 


2.6-F2-4-OMe 


CFjCI 


c-Pen 


2,6-F2-4-OMe 


CF3 


c -Pen 


2.e-F2-4-OCi'3 


CF2CI 


c~Pen 


2.6-F2-4-OCF3 


CF3 


o-Pen 


2-CI-6-F-4-OMe 


CF2CI 


c-Pen 


2-CI-6-F-4-OMe 




c-Pen 


2-Cl 


CH2F 


c-Pen 


2-Cl 




c-Pan 


2.4-CI2 


CH2F 


c-Pen 


2.4-Cla 



[0060] 



1*2 0] 



(S5) )02-308879 ( P 2 0 0 2 - 3 0 8 8 7 9 A ) 



« 1 mo^t) 



o 
i<2 


0 


Ln 


R2 




1 

Ln 




c-Pen 


Z.O-V/I2 


Ci-f2F 


c-Pen 




on Ol 


c-P©n 


0 A fi.PI 
4,^,0-013 




c-Pen 


2,4,o-Ci3 




c-Pen 


3-CI 


On2r 


o-Pen 


3-CI 


ou Ol 


c-Pan 




Cil2r 


c-Pen 


2-F 


on 2*^1 


c-Pen 




CII2F 


C-Pen 


2.4-F2 




c-Pen 




PI J c 

0M2F 


c-Pen 


^,6-F2 


PU PI 


c-Pen 




dl2r 


C-Pen 


2.4,6-F3 


PU PI 


Q-Pen 


3 T 


PI 1 c 
Ci i2F 


C-Pen 


3-F 


PU PI 


c-Pen 


Me 


P'l c 

O1I2F 


0-Pen 


2-Me 


PU PI 


c-Pen 


meg 


P> i c 
Ci IgF 


c-Pen 


2,4-Me2 


PU PI 


c~Pwn 




CrfzF 


c-Pen 


2,5~Mea 


PU PJ 


c— Pen 


2-CJ-O— r 


Pl J c 
0M2F 


C-Pen 


2-CI-6-F 


PU PI 

on2^> 


c-P©n 


<:,o ra "^JtVie 


Oi far 


c-Pen 


0 C 1 — J1_/^IIJ_ 

ii.o -F2-4-UMe 


PU Pl 


c-Pen 




p< 1 c 
Oif2F 


c-Pen 


one? A 

Z.g-Fj -4-0 CF3 


PU PI 


c-Pen 




Oii2r 


c-Pon 


2-CI-6-F-4-OMe 


p' I'.* 

U* li 2 


c-HexNH 




C2F5 


II kill 
c-HexNH 


2-CI 


urii 2 


c-HexNH 


2,4 -012 


OjFj 


II ^ ■< ■ 

c-HexNH 


2,4-Cl2 


PLIi ■ 

OnS'2 


c 'HexNH 


2,6-012 


C2F5 


i ■ ^ ti ft 

c-HcxNH 


2.6-CI2 




II & i 1 1 

0 HexNH 




CjFj 


c-HexNH 


2,4,6 -Cla 


OH Fa 


c-'HexNH 


3-CI 


C2F5 


c-HexNH 


3-CI 


L/HP2 


c^HexNH 


2-F 


C2F5 


II k. 1 1 1 

c-HexNH 


2-F 


PUC 

Onr2 


c HexNH 


2,4-F2 


C2F5 


11 ft 1 i 1 

c-HexNH 


2,4-! 2 


y-k u r- 


II & ■ 1 1 

c HexNH 


2.O-F2 


C2F5 


c-HexNH 


AC • * 

2,fi-F2 




c HexNH 




C2F5 


II ft 1 ■ 1 

c-HexNH 


n A c 

2,4.6-F3 


PLIC 

UnP2 


c -HexNH 


3-F 


P c 


1 ■ 1 
c-HexNH 


3-F 


On Fa 


11 bill 

c HexNH 


2-Me 


CaFfi 


c-HexNH 




Orlrj 


c 'HexNH 


n A Hi^ 

/,4-Me2 


O2F5 


i ft ft ift a 

c-HexNH 


2,4-Me2 




©^nexriri 






c— nexNii 


Me2 


CHF2 


c-HexNH 


2 -oi-e-F 


C2F3 


c-HexNH 


2-CI-6-F 


GHFj 


c~HexNH 


2,6-F2-4-OMe 


C2F5 


c-HexNH 


2,6-F2-4-OMe 


CHF2 


c HexNH 


2,6-F2-4 -OCF3 


C2F5 


c-HexNH 


2,6-;'2-4-OCFa 


CHFg 


c-HexNH 


2-CI-«'F-4-OMe 


C2F5 


c-HexNH 


2-CI-6-F-4-OMe 


CF3 


c -HexNH 


2-CI 


OFjCI 


c-HexNH 


2-CI 


CFa 


c HexNH 


2,4-Cl2 


OFjCI 


c-HexNH 


2.4-GI2 


CFa 


c HexNH 


2.6-CI2 


CFaCI 


c-HexNH 


2i6-CI, 


CF3 


c HexNH 




CFaCI 


c-HexNH 


2.4.6-CI3 



[0061] 



[^2 1] 



(e6))02-308879 (P2002-308879A) 



m 1 §{0-:}*) 



« > 




Ln 


1^ 




* 

Ln 


CFj 


II kill 

c-HexNH 


3-CI 


CF2CI 


c-HaxNH 


3-CI 




II kit 1 
c-HexNH 


2-F 


CFjCI 


1 i ft ii b 

c-HexNH 


2-F 


CF3 


c-HexNH 


*> A IT 

".,4-F2 


CFzCI 


11 L II 1 

c-HbxNH 


n A p 

2,4-F2 




c-HaxNIi 


no r" 

?..6-F2 


CF2CI 


ft 4 ^ ■ 

c-HexNH 


2,6-F9 




c-HexNM 


0 ji e rr 

Z,4,o-Fg 


CF2CI 


c-HbxNH 


2.4,6-F3 




c-H©xNH 


3-F 


CFzCI 


1 i kill 

c-HbxNH 


3 -F 


0-3 


c-HexNH 


2 Me 


CF2CI 


c-HexNH 


A ft M 

2 Me 


or* 


c-HexNH 


Z,4-Me2 


CF2CI 


c-HexNH 


A A kM 
2,4-Mei 




c-HexNH 




CF2CI 


c-HexNH 


fi 0 ft t_ 

2,Q-Me}i 


CF3 


c-HexNH 


2-CI-6-F 


CFjCl 


I I bill 

c-HexNH 


2-CI-6-F 


CF3 


It ft 1 1 1 

c-HexNH 


2,D-F2-4-OMs 


CFjCf 


c-HexNH 


2,6 -F2-4-OMe 


CF3 


■ i kill 

c-HoxNI \ 


2,e-F2-4-OCF3 


CF2CI 


c-HexNH 


2,o-F2 *4-OCF3 




■ I ft i 1 1 

c-HexNH 


2-CI-6-h-4-OMe 


CF2CI 


■ ■ ft ■ ■ ■ 

c-HexNH 


2-CI •6r-F-4-0Me 


CH2CI 


c-HexNH 


2-CI 


G! 


IjF 


c-HexNH 


2.-a 


CH2CI 


c-HftxNU 


2,4-Ci2 


CI 


^2F 


• i K ■! ft 

c-HexNH 


n ^ Ai 

2,4 Oli 


CHjCI 


I ■ ft 1 1 1 

c-HexNH 


2,o-Cl2 


CI 


AtF 


■ I ft i 1 ■ 

c-HexNH 


2,6 -CI2 


CH2CI 


C"HexNM 


2,4,6-Ci3 


CI 


HjF 


c-HexNH 


2.4.0-CI3 


CH2CI 


c-HexNH 


3-Cl 


01 


<jF 


1 1 ft 11 ■ 
c-HcxNH 


3-CI 


CH2CI 


11 ft. 11 ■ 

o-HexNH 


2-F 


C! 


<2F 


I I kill 

c-HexNH 


2-F 


CHjCI 


c-HexNH 


2,4-F, 


CI 


IjF 


c-HexNH 


2.4-F2 


CH2CI 


c-HbxNH 


2,u-Fi 


C 




II ft 1 1 1 

c-HexNH 


2.6-F2 


CH2CI 


c^HexNH 


2.4,6-F3 


CI 




c-HexNH 


2.4,6-F3 


CH2CI 


c~HexNH 


3-F 


CI 




c-HexNH 


3-F 


CH2Ci 


4 1 ft ■ 

c-HbxNH 


2-Me 


CMal" 


i • ft 1 1 1 

c-HexNH 


2-Me 


CH2CI 


■ ■ K ft 

c-HexNH 


2,4-Mo2 


CHzl" 


IB ft A 

0-HoxNH 


n A MM 

2,4-Me2 


CHgCI 


c HexNH 


2,6-Me2 


CHal" 


c-HexNH 


A ft ft 

2,6-Me2 


GH2Ci 


A i ft *i i 

c-HexNH 


2-Che-F 


CHal- 


i ft ft ■ 1 A 

c-HexNH 


2-CI-6-F 




c~nexNn 




CHz!- 


c rlexNn 


£ ,w^r 2^~wivie 


CH2CI 


c-HexNH 


2.Q-F2-4-OC:-3 


CHj:' 


c-HexNH 


2,6-F2-4-OCF3 


CH2CI 


c-HexNH 


2-CI '6-F-4-OMe 


CH2F 


c-HexNH 


?-CI-6-F-4-OMe 


C H 1 ■ 2 


?-MeAI-NH 


2-CI 


C2F5 


2-McA(-NH 


2-CI 


CH;-2 


P-MeAI-NH 


2,4 Clj 




2-MoAI-NM 


2,4-Cl2 


CHl "2 


2-MeAI-NH 


2.6 CI2 


CjFs 


2-MoAI-NH 


2.6-CI2 


CM: -2 


2-MeAI-NH 


2,4.6-Clg 


C2F5 


2-McAI-NM 


?.4.6-Cl3 


CHF, 


2-MeAI-NH 


3-CI 


CjFs 


2-MoAI-NM 


3-CI 


CM('2 


2-MeAI-NH 


2-F 


C2F6 


2-MoAI-NH 


2-F 



[00623 



[^22] 



(e7))02-308879 (P2002-308879A) 



» 1 



Q 

"2 


0 


Ln 


1 ) 

l<2 




1 

Ln 


wilrj 


f% kM^A i_k.ii_i 

Z-MeAnNn 




C2F5 


2-MeAj-NH 


2.4-F2 


will 2 


0_lL4^AI_klLJ 

Z~Me/\l Nn 


0 ft— IT 


C2F5 


2-MeAI-Nn 


z,e-F2 


r*' IP 


^— MoAI~Nn 






Z-M©AI-NH 


2,4,0-F3 


wnra 


t MeAl Nn 


o-p 


C2r6 


2-MeAI-Nn 


A ^ 


will 2 


9^Lil^ A l_lklLI 

Z MeAI~Nn 


Z-Me 




A A 1 Mi 1 

Z-MeAI~Nn 


A k4 

2-Me 


r*! 

\jt 11 2 




IVIdj 


C2F5 


0 IJ AI kill 

2-l4oAJ-NH 


2,4-Me2 


r*! i!" 

^111 2 


Z MeAI~Nn 


£,0 ivie2 


CaFj 


2-MeAI-NH 


Z,0-M82 




T iJ^Al lilLJ 


Z-GI-0-r 


G2F5 


A U_ AI 

Z-MeAI-Nn 


Z-CI-6-F 


will 2 




9 ft— r — OM/k 




0 1 4—. A 1 hlLJ 


9 /S_P .il_/^ILJ^ 




Z-MeAl-Nn 




p 


Z-MeAI-NH 


9 fi r A /*»oe 

z.o-pg -4-00^3 




X MeAI-NH 


Z-CJ D-h -4-OMe 


C2F5 


2-MeAI-NH 


A 01 A r A ^>k« 




2-MeAI-NH 


0 ^1 




A 14 Ai kiU 

2-MeAI-NH 


?-CI 


tfi3 


0 tl— .Al 

2-MoAI-NH 




tiP2t»l 


Z-MeAI-NH 


0 A_Oi 


Ora 




Z,D OI2 


/^c 0 1 


2-MeAI-NH 


Z,D^l2 




Z-MeAI-NH 


0 A A_OI 
Z,«1,D-Ul3 




n 1 A A 1 kii 1 

2-MoAI-NM 


4 Jl A 01 

Z,4,6-Cl3 


Cig 


0 t m Ai Kill 


0 ^1 

3-CI 


CFjCI 


2-MoAI-NH 


A ^^1 

3-CI 




?-MeAI-NH 


2-F 


CFjCI 


2-MeAI-NH 


2-F 


CI '3 


^-MeAI-NH 


0 A_cr 


CFjCI 


A KJ AI kill 

Z-MeAI-NM 


2,4-F2 


CFg 


5>-MeAI-NH 


2,6-Fj 


CFjCI 


A kJ AI bill 

2-MeAt-N!l 


A e r 

2,6-F2 


CF3 


^-MeAI-NH 




CF2CI 


A kA AI kiii 

2-MeAI-NH 


2,4,d-F3 


CF3 


A AM AI Kill 

?-MeAI-NH 


3-F 


r* 1 
CF2CI 


A KA AI Alia 

2-MtjAl-NH 


3-F 


CF3 


/% IJ Ai kill 

?-MeA|-NH 


2-Mo 


Cr2Ci 


2 -MeAI-NH 


2-Me 


CF3 


flA AI kill 

J'.-MeAI-NH 


Z,4-Me2 


oc 0 1 


A k4 AI k.llk 

2-MeAI-NH 


A kJ_ 

Z,4-Me2 


Uhs 


A I M AI LILJ 


£,D-'Me2 


CF2CI 


A k 4 . A 1 kll_l 

2 'MeAI-NH 


Z,D-Me2 


OF3 


n t M A 1 k ILI 

2-MeAI-NH 


2-CI-o-F 


CP2d 


A 14 AI All J 

2 "MeAI-NH 


2 -ci-e-F 


CF3 


ii-MeAI-NH 




or 01 
CF2CI 


Bfl AI Atll 

2 -MeAI-NH 


A e r 4 /*\k4_ 

Z,D-F2-4-OMe 


Or3 


A U_ A 1 

?-MeAI-Nn 


Z,0 r2 4 ULrl s 


OP 01 


A kJ_AI AILJ 

2 -MeAI-NH 


9 a^P f^OC 


np 

Wi 3 




c— W— 0 "r— I'-v/Wie 


wr jwl 


i. 'Me/M— Nn 


^— 01— 0— P— f— L/Nie 


CH2C1 


2-MeAI-NH 


2-CI 


CHjF 


2-MeAl-NH 


2-CI 


CH2CI 


2-MeAI-NH 


2.4-CI2 


CH2F 


2 MeAI-NH 


2.4-C12 


CH2CI 


?-MeAI-NH 


2.6-CI2 


CH2F 


2 MeAI-NH 


2.6-C12 


CH2CI 


2-MeAI-NH 


2.4.6 'CI3 


CHjF 


2 MeAI-NH 


2.4,6 -Cla 


CH2CI 


2-MeAI-NH 


3-CI 


CH2F 


2 MeAI-NH 


3-CI 


CH2CI 


2-MeAI-NH 


2-F 


CH2F 


2 MeAI-NH 


2-F 


CHjCI 


2-MeAI-NH 


2.4-F2 


CHjF 


2 MeAI-NH 


2.4-J'2 


CHjCI 


7.-MeAI-NH 


2.6-Fj 


CH2F 


2 MeAI-NH 


2.e-i-2 



[0063] 



[^23] 



(G8))02-308879 (P2002-308879A) 



m 1 ^io-iis) 



1 > 




Ln 


\ 




Ln 


Cn2GI 


A| kilt 

2-MeAI -NH 


*i A t> r~ 
2.4.6-F3 


CH2F 


2-MeAI-NH 


2,4,6-F3 


CH2GI 


2-MeAI NH 


3-F 


CH9F 


2-MeAhNH 


3-F 


CHjOl 


2-MeAI -NH 


2-Mo 


CH2F 


2-MeAI-NH 


2-Me 




2-MeAI -NH 


2.4-Me2 


CH2F 


2-MeAI-NH 


A ft J 

2.4-Me2 


CH2GI 


2-MeAI NH 


2»o-Me2 


CH9F 


A. Id Aft ft ft! ■ 

2-MeAl-NH 


A #^ ft ft 

2,6-Me2 


LI ^11 


A 11 Ai kill 

2-MeAI NH 


2-CI-6-F 


CHjF 


#V 14 Al 111! 

2-MeAI-NH 


2'CI-6-F 


CH2OI 


2-MeAI-NH 


2.6-1 a"4-0Me 


CHaF 


2-MeAI-NH 


2.6-F2-4-OMe 




2-MeAI-NH 


2,6-Fj-4^0CF3 


GHjF 


Aft Aft Aftii 

2-MeAI-NH 


5!,6-F2-4-OCF3 




2-MeAI-NH 


2-CI-6-J-4-OMO 


C1I2F 


2-MeAl-NH 


2-CI-6-r-4-OMe 




cHHex 


?-CI 


Me<CF3}CHCH2 


c-Hex 


2-CI 


CF3ICF2J2CF2 


1 1 

c-ncx 


2-CI-8-F 


Me(CF3}CHCH2 


c-Hex 


2-GI-6-F 


CF3lCF2;2Cp2 


1 1 

c-Hex 


2,o-r2~4KJMo 


Mo^CFajCHCHz 


c-Hex 


2,6-F2-4-OMe 


Cr3lCF2;2CF2 


c-Hex 


2,4,6-Fa 


ft J ^ i r\T^ 1 1 ^x 1 1 

MeCCFgjCrlCHj 


C-Hex 


2.4,6-F5 


CF3(CF2;2CF2 


4 Me-Pip 


9.-CI 


MeCCFsJCHCHj 


4-Me-Pip 


2-CI 


CF3(CF2;2CF2 


4-Me-Pip 


2-CI-6-F 


MovCF3;CHCH2 


M ft ft 

4-Me Pip 


2-CI-6-F 


CF3(CF2)2CF2 


4-Me-Pip 


2,6-F2-4-OMo 


Ma(CF3;CHCM2 


d ft ft 

4-Me -Pip 


0 9 A ^^ft ft 

2,6 ■F2-4-QMe 


CF3(CF2)2CF2 


4-Me-Pip 


2,4,6-F3 


McCGFajCHCilj 


4-Me Pip 


/I .ft A ^* 

2,4.6-F3 


CF3(CFj)2CF2 


fit \y%i tkii 1 

CF3(Me)CHNH 


2-CI 


Mc(GF3;CHCM2 


Gi-3(Mo;CHNH 


2-CI 


CFjCCFj^eCFg 


CF3(Me)CHNH 


2-CI-6-F 


M3(CF3;CMCil2 


r-* /ft ft Iftll 1 

Gr3(Mo;CHNH 


2-G1-6-F 


CF3(CF2)2CF2 


CFslMeJCHNH 


2,6-F2*'4-OMe 


ft J y ^^fl* \.#'ki 1 1 1 

MeCOFsJCMCIIi 


y% A * /ft J 1 Iftll 1 

GJ-3(Me)CHNH 


A A A ^Vft ft 

2.&-F2-4-OMe 


CFalCFj^jCFz 


CralMejCHNH 


2,4.6-F3 


ft J ¥ 1 ^\ % \ 

Mc{CF3)G!iCM2 


f\i ' /ftj \m iKii 1 

CrjCMoJCHNH 


2,4,6-F3 


CF3(CF2)2CF2 


c-PenNH 


2-CI 


MeCCFsJCHCil; 


ft fti 1 

c-PonNH 


2-CI 


CFg(CF2)2CF2 


c -PenNH 


2-CI-6-F 


Me(CF3)GilCll2 


ft 4 1 1 

c-PenNH 


2-CI-6-F 


CF3(CFj)2CF? 


c PenNH 


2,6-F2-4-OMe 


MeCCFsXillCHi 


c-PenNH 


A ^ P~ ft ft ft 

2,6-F2-4-OMe 


CF3(CF2)2CF2 


0 -PenNH 


2,4.6-F3 


MeCCFsX^MCHt 


ft ft i ft 

0-PenNH 


2.4,0-F3 


CF3GF2CF2 


c-Hex 


2-CI 


GF3CGF2)4GF2 


c-Hex 


2-GI 




c-Hex 


2-CI-6-F 


CF3(CF2)4CF2 


C-Hex 


2-CI-6-F 


/%r^ 

0« 2^1*2 


c-Hax 


2,6 •F2-4-OMe 


CF3(CF2)4CF2 


o-Hex 


A ^ ft ^^ft ft 

2,6-F2-4-OMe 


CK3CF2CF2 


c-Hex 


2A6-F3 


CF3(CF2)4CF2 


c-Hex 


2,4,8-F3 


Or3Ur2V/r2 


4-Me- 


'ip 


2-GI 


CF5(CF2)4CF2 


A ft A 

4-Me-Pip 


2-CI 




4-Mo- 


^ip 


2-GI-6-F 


CF3(CF2)4CF2 


d ft ft • 

4-Me-Pip 


2 -GI-6-F 


GF3CF2CF2 


4-Me- 


'ip 


2,6 •F2^-OMe 


CF3(CF2)4CF2 


4-M6-Pip 


2.6-F2-4-OMe 


r^jr f^c r»F 


4-Me- 




tt^pO r3 


/^F /r*F ^ PF 


4-IV1e-Kli) 


Q A A— F 


CF3CF2CF2 


CF3<Me)CHNH 


2-CI 


CF3(CF2)4CF2 


CF3(Mo)CHNH 


2-CI 


CF3CF2CF2 


GF3(Me)CHNH 


2-CI-6-F 


CF3(CF2)4CF2 


GF3(Me)CHNH 


2'<5l-0-F 


OF3CF2GF2 


CF3(Me)CHNH 


^6 'F2-4-OMe 


CFa(CF2)4GF2 


GFjCMeXJHNH 


2.6-F2-4-OMe 


CS'jCFjCFj 


CFg(Me}GHNH 


2.4,8-F3 


CF3(OF2)40F2 


CF3(MeX)HNH 


2A6-F3 


Ci '3CF2CF2 


c-PenNH 


2-CI 


CF3(CF2)4CF2 


o-PenNH 


2-CI 


Ci*3CF2CF2 


o-PenNH 


2-CI-6-F 


GF3(CF2)4GF2 


C-PenNH 


2-CI-6-F 


Qi •3Gh2CF2 


c PenNH 


2,6 Fj-^Me 


CF3(CF2)4GF2 


O-PenNH 


2,6-F2-4-OMe 


C! '3CF2GF2 


c PenNH 


2.4.6-F3 


CF3(CF2)4CF2 


C-PenNH 


2,4,6-F3 



[00 64] {BM^m^mm ^^mt-^ut. &m 
mcommco^^m. mm. mmm (oomycete 

s ) ^ d {&) (Ascomycetes) , 
^^-^M^ (Deuteromycetes) ^ JB-fM 
(Basidiomycetes) dZM^hMl^M L 

"ry^^ ?gBS^S (Ce rcos 

Hd^?^ (My c o s p 
^^^0 dt'A.zm ( Spha 
r>^^^H (My c o s 
MWn { S c I e r o 



[0065] mm. 

pora beticola) 
haerel la arachidis) 
haerel la berkeleyi) 
erotheca fuliginea) 
phaerella melonis) 
tinia sclerotiorum) 



(^9) )02-308879 (P2002-308879A) 



[0066] 



[0067] 



MMM (C 

Mt^x/m ( c 
mmn (Co 

^^^^^ Bim^km 

mM.m (ve 
m^m (G 



(G 



Botrytis cine 
adosporium cu 
Botrytis cine 
1 adosporium f 
Botrytis cine 
rynespora jnel 
Erysiphe cich 
Botrytis cine 
Sohae rothecah 
Botrytis alii 
Botrytis cine 
lerotinia scl 
Botrytis cine 
Podosphaera 1 
nturia inaequ 
Monilinia jnal 
Phyl lactinia 
oeosporium ka 
Cercospora ka 
Monilinia fru 



r e a ) 

cumerinu m ) 
r e a ) 
u 1 V u m ) 
r e a ) 

ongenae) 

oracearum) 

r e a ) 

umu 1 i ) 

i.) 

r e a ) 

erotiorum) 
r e a ) 

eucotricha) 

a 1 i s ) 

i.) 

k a k i c o 1 a ) 
k i.) 
k i ) 

c t i c o I a ) 



sis) 



r d e i ) 



Botrytis cinerea) 
Uncinula necator) 
omerella cingulata) 
(Venturia nashicola) 
iSfi^ (Gymnosporangium asiaticum) 
(.Alternaria kikuchiana) 
( P e s t a 1 o t i a _t h e a e.) 
M-?"^ (Col letotrichum theae — sinen 

^ 0 tf^^ (El since fawcetti) 

( P e n i c i 1 1 i u m i t a 1 i c u m ) 
(Penici 1 1 ium digitatu m ) 
HK^'A^'X/fH (Botrytis cinerea) 
0 i:'X/«I^ (Erysiphe graminis f. sp. ho 



r i c h o 



r i t i c 



(Ustilago nuda) 
3 A^cr)^^'fy^U^H (Gibberella, zeae) 
#$1/^^ (Puccini a _recondita) 

(pochl iobolus sativus) 
B8I5[?H (Pseudocercosporel la herpot 
ides) 

^tiS^ (Leptosphaeria^ nodorum) 

■5 ( E r y s i p h e jgraminis f. sp. t 

i ) 

fllfeSl^^S (Micronectrieila nivalis) 



V^ffe^H (P y r i c u 1 a r i a o r y z a e ) 
litt^S (Rhizoctonia solani) 
MMm^ (Gibberella fujikuroi) 



r^Stt^H ( C o c h 1 
y/<.Vl (Sc 1 e rot 

0 >lLZ.m ( E r y s i 
- ij -y 7° W,^W^ ( B o t r 

y^X ^]«!^ (C e r c o s 

V^^ij-i'^t - V-^V S^(Phyt 
dfju'^U -^.i;]^ (Pseudope 
T'K'^ ■^t^H (PI asmop 

[00 68] -itz. 'i&.^'i(^WMzii\^X^yXA 

(Botrytis.cinerea) ^fV^ 
■i (Cercospora beticol 
a ) , U y~tWMM^ (Venturia, inaeq. 
u a 1 i s ) ^ ^i/MMM'M ( y e n t u r i a n a 

s h i c o I a ) i,znLxhm^'&.mtwmi,z-:ifiwm 

[ 0 0 6 9 ] $ <i >>'^;l^7K^i^-f 5 h'5^fS«^] m 

t>^pyi;y, roi^sh'y, -f7"a>''^>') 

tittt Sr^^-^BiC-fei^t^^wM (Botrytis cin 
e r e a ) (Cj^LT tiSSttai:|SI«l:*^Bfl-fb^W± 

^mx'hh. 

[0070] mmti^x ^ut L^^^t Lx\i. 

[0071] %wmc^\i. -m^^imM.. wm^ 
(n7\^^^m%\z\^m-th(n-^m^-thfz^<rmxmt l 
xm^-^h^t^iX^h. imm^(r>Mz\t. mA 

[0072] iifm?mm\iii?mm.^m<r> i ax{i2 

\izm^-thmz\tmL'ji-kt^i.'fwms:mxmix% h 

Bp*>. tkwj. m\. m\. iL^j. 

[0073] ^^m\M-::mv(th d t ot'^ hmm\ 
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iobolus niyabeanus) 
inia sclerotioru m ) 
phe cichoracearum) 
ytis__cinerea) 
lerotinia boreal is) 
rysiphe graminis) 
pora kikuchii) 
ophthora infestans) 
ronospora cubensis) 
ra viticola) 

[00 74] tfc. mi^mmism t-r^^^ii. 
y ;i^7 x::^;wx-r;i^^(o^N ^ya^m^mk 

'-KK^^utcygtJS. U^'-yx;U:t^ym 
iS. Tii^^ji-i-y i^uyxji'tyyM&coTi-^iUM.Tfi'Tt. 

m-^m. -i vy'i-uy-myii'^u-i ymco±^m-^im 

[0075] nwz7mm. fim. yarvmv ^ 
m^, wkmmt^xfm<r>^^\z^m.xm'im, 

mms (mi) ^mzMtxmL<iio. o i~ 

9 0mM.%Xh'0. X'OlffttKiiO. 05~854» 

[0076] MSiHI:Sixfc*%BJiO?$«BiJfflfiit!ll){±, -e 

xii±mizmm^tit . m^&n. ^m^fr. s^i?^ 

sSs SfefflJS^, iSffl:^-^, itffl^ef, fifii^s^^i^w, M 

^■^it^MI,zLXl~-l. OOOg. »t L<{il 0 
— 1 0 0g-C*>l), 

[0077] Tioi^i. @?ss'), yi^mm. mnym 

1 OOOp pm, ifftLKlil 0~2 5 Op pmT'S> 

0. a»J. mm<D^-0iti. mit&^t^j:<'t(r>tt 
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[0 0 7 9] iiMM: ^^r^V. y^)V^^yY. 

vh.^ i/vh.^ -J^^^^ vy^-y. rot" 
v. AruVi^y. ru^A^Yv. "tL 

Q-;i/. 7;Uh5^yU. ^yv':;^ny. :t^i^;<?;l/?t'^ 

n7"h^yWl^. \Lf'Ji^^y-')i^^ ^^^ai-Y-jU^ 
jL^a-rv-ju^ 7;P:thUvy'-;u. i^rnrj-^y- 
y-;P, x:::3^y-;^. -Yron-fy'-X. 7x'f 
^77y'x-h. hUT^y^7. 7xyrnt'^;i/ 

7. hU;l^Uy. t*'j7xy>y^'X. T 

x^S^y. TK'J^^S^y. :^i$^y^i^)U. :^^V-'J^>' 

777^>';u. y7'pf':t7y. rn^-fy'— 

b'o-yu-hyy. 7'7Xh-9-'<>''yS. 
i^y. <y$;K /ffi^^yy'JJ>.. f^:t7r:^-h;^^ 

h^:^r^fy-;p. issttts^bS!. i^mmmm. y 

xyf^yr-feir-h. 7j<K'ft;hy7xx;i^, yxb7 

7\ 7x-^$yx;I/7. >^'^nyi^*y. :?^*T'ff^y. H 
S^y. I BP. xt^ 7xy*x. ^yN*:it*yA, 7x 

;PAy y. hy^^^SH^ y)vrv 

^n7:^7A. 7"t7-f H\ 7x'f>=^y:t^i/'H. 

Kyyy'-ju. hys/^^y-yp. b'y^'ny'yy. 

^r^Hf:::;!^. i^^ ay^^::^;]^. ^Tf^l-y. raJ-^^:^ 

[ 0 0 8 0 ] • S^S^:::^'] : ^mmRX/:^-^<^ - h 
^a^SlJ: 7xy^:ty. 7xXbn^:ty. ^^Ti^ 

yy. ^'oypb-y^x. esp. H^5^y, 7xy 
hx-b. i/;<hx-h, 7^;^^f'^y, v^yy. h 
y^n/U-^^y, f-it^by. x:7q;I/;K 

X. r'b7x-h. EPBP, y^;l/>'N*7^:ty. 

i^i/'y hy;^f-;^. xf-;ty, '!fyf-:ty. i^ry;f^ 
X. >iv^^^:^y. t^y^7xyf':ty. Ti^-y-ny. 
yf^^>:ty. :^jurait^x^ i?'ny^7xyb>*x. 



X. •<y7xy;^x. xf';i^^;tp< by. ro7xyd-^ 

X. b'^^^OTf.;^. ^y:7nN*x. r>''y*X;<f- 

7 7y. ;<?yi-*;;^;P7ry. ^yy^:^)^^^ yy^:^ 

fi)Vy^ y''Uir-^X)V. BPMC. mtmc. mip 
C. ti)V)^^})V^ b-y 5;«?-7'. Xf-:t7xy;^yl/y. 
y s.J^iytl)Vy . EDDP#, 

[0081] buxu-f YimAn : '^/i^^ b y y . X 

^/uybyy. r/u^^^yxyy. 7xy>'NVi/-h. 7 
xyrn^N'hyy. buhyy. rvxyy. rh^y 
xyy. uxyhyy, i^^yxyy, rnys-xyy. y 
xyhyy. rnhyy, 7;UAy;^.-b, i^y)VY^) 
y, WNohyy. 7;Uv'hy^— b. xh7xyrn 

7xy. 7'Q7xyrQ^^x. r:?'y'fxyy^o 

[0082] <yyM ;I/^l/T^^c7)f{iicr)|$*»J : i/y 
y^ALyXny. :?n;U7;PrXny. A^^H?-7yU'An 
y. hy7;PAny. rh^^yXny. 7;U7xy^' 
xuy. y)Vi^9uyxuy^ yrn7x>^'y. uy7' 
n^>'7xy. yhri^y. ^^yyxb-y, 'JTyx.y 
i-^xiy^ r-br^'sry h\ >f s^^ory h\ x^y 

b^i>.. 7-frnx;U^ ij)V9-/y'. ^:+>'^'7A. ^ 

yxyi/^^yr. SEKxn^y. OT^yy. y^T/i/f'b 
h\ as?*. BT^Mi^sm^-f;Px#c7)gs^ifeSig 

[0083] m*S'J: 7x-:^5rf'^X. ^Xf-T-b-h 

la^x^j: :?^o;l/^yS/U-h. 7xxy7'n^l— 
>-'rj*yK r$b7X\ BPPS. '^Lyy-y-b. 

^^v-f^ry^X. K'fb7xy7':5^XX\ ;Ky':^^f- 

y. ^yy^^:t^-b. cpcbs. rh^x^^^y. r 
^/uy^^y. 5/p^y^f^y. ^n7xyf->^'y. ly 
^^^i-y. h'^jy^y^ 7xyb"n^^y-b. rr 
7xybr5h\ bry5>^7xy. 7xy^:t;5?y^r> 

xy :^n;i/^, 

[0084] ffiJ|%4:^il8fiWi : x^l^ y ys «j?iJi.«>' 

^ixyyA3. >'XuyyA4. >'XuyyA7) ia 

A. NAAo 
[0085] 

(mtmi ) l-^uu-e- ( 2-^ap-6-7;P 
:tn7xx;^) -5- hy7;l/5j-ny^;P- 1 . 2, 4 

-hyryn[i. 5-a] uy 5i^>coSi§ 

1 ) x^yl/ 2- ( 2-^^00- 6 -7;U:tn7xX 
;^)-4, 4, 4~YVy/l^t2-3~:f^vy'i'\y- 

Y<^mm 

[0086] 

[^bi4] 
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I- 



OEt 




[0087]xf-;U 2-^'DO-6-7;U3tn7x- 
;l/T-bf—h4 3. 3s<0DMF 1 0 0m X 

mwt-^m $• 7 0 'c i T#?a t , ymco^±i)m < =5: i. ^ 

no^ 2. 4 =1. 4731 

[0088] 2) 6- (2-^'oa-6-7/l^:t0 7i 

-7-t ^'odfi/'-5-^U7;^3^■D;<f-;^- 
l . 2 . 4 - b 'J rVo [ 1 , 5 - a ] en 5 i^'yfiO 



[0089] 
Utl 5] 




N- 



NH 




N 



Ml, 



AcOH 




[00 90] x^;l/ 2- ( 2-:7DD-6-7;W;tD 
7x-;P)-4. 4, 4-M)7;l^3rn-3-;t^y7' 

^ix-b3. i3g, 3-rsy-iH-i. 2. 4- 

h 'jry'-;P&VBK3m 1 ^m^L. UM^i 1 0 
0'CT'4B#rBl}iffLfc, RJCfSS-, ^^aSlT'^^aiLT, 

J^Uv:^. mmt. Stmo. 7gS:f|/v:. IR$2 1% 

mA: 2 2 0°Cu p 

[009 1] 3) 7-^'nn-6- (2-^'no-6- 

7;l':t07x-;l^) - 5-hU7;P:tD;)<f-;P-l , 
2. 4-h'Jrya [1. 5-a] h-U Sv-'y^Oiliji 
[0092] 
[CI 6] 



[0093] 7-bHo#>— 6- {2-:7oa-6- 
7;l^Jrn7x:::.;l') - 5- h 'j7-'P:tD>f-/W- 1 , 
2. 4-M;TVo[1, 5-a] fUSi^'yO. 6g 
t^=Jf>'JSCJ>-l Om I fcSrjl^U, ^S-^!H!)$r4B§ 

JS2m 1 . *1 Om 1 Syl^S?xf-;l^$:jDi.TWf L 

T, «ifilL/^f^. >''J;&^r';P-;{?72.:?D-7h^^7 7-f- 
(S^^, : PKx^;l.= 5 : 1) 

ML. iWtlO. 6 5g^t#/i. JR*5 2%. T^:;P7 

[00941 (||*S«?ll2) 

6- ( 2-:?'OD-6-7yl^3j-D7x^;U) -7- (4 
f-Zl't'^ i; i/V ) - 5 - hi; 7/l':tn;>< 1 , 
2, 4-hyTVo[l, 5-a] h-'JSi^'y^Oi^ 

[0095] 

[^17] 

Me 




0 




[0096] 7-:7aa-6- ( 2-:^ao-6-7;l' 
:t07xc:i;l') -5- hU7;l/:tO;<f-;U- 1 , 2, 4 
-hiJTVaCl. 5-a] tfU Si/i^O. IgCOTH 
F5ml^a?lC, h'Jxf-;l.T5X0. 04sRt/4- 

7 7 — ( SraiS^ ; n -'^^■9->- : i^^xf-;U= 5 : 
1 ) X-nmi. Bffmo. l gSrttn:, iR*8 5% 

: 1 6 5~1 6 6'C 
[00 97] (|IM«?1J3) 
6- ( 2-^^00- 6 -7;P:t07x—/U) -1 
D^dj-i,;p-5-hij7;P5j-U^^;L— 1 , 2, 4-h 

u rvo [ 1 , 5 - a ] 'J 5 x'y (•ft-^##2 ) <r> 

"it 



[0098] 

[-fbis] 
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o-HaxMgBr 




[0099] 6- (2-:J'OQ-6-7;l'?ro7x- 

-7-^'oo-5-hU7;l':to;^^;P-l . 2. 

4-M;ry'D[l, 5-a] fJSvyO. 57g, 
1, 3-t'x (i^'7x-;P;^X7-{ y) rn^>'yr..y^ 

li-'puy^YO. 0 8gS.y^THF 1 Om 1 Srii-^L, 



x^;l^=l 0:1) T»SSIL. SWI^O. 1 5gS:ff 
Jt, IR^2 5% 

: 16 2~163°C 

[0100] ±iimmmi'tiibx:^wMcoit^m(Dim 

[0101] 
[«24] 







(1) 








A 


Rf 




Lj> 


R3 


mpTC) 


1 


N 


OH 


CF, 


2-CI-6-F 


H 


220 UP 


2 


N 


CI 


OF, 


2-CI-6-F 


H 


amorphous 


3 


N 




GF3 


2-CI-6-F 


H 


16:^-166 


4 


N 


c-Hex 


CF3 


2-CI-6-F 


H 


16:^-163 


5 


N 


Mor 


CFa 


2-CI-6-F 


H 


220 UP 


6 


N 


CFaCHjNH- 


OF, 


2-CI-6-F 


H 


214-216 


7 


N 


i-PrNH- 


CF, 


2-CI-6-F 


H 


149-151 


8 


N 


4-Me-!*ip 


CFjH 


2-Ch-6-F 


H 


156*158 


9 


N 


4-Mo-Pip 


CF, 


2.4.G-F3 


H 


154-155 


10 


N 


o-Hex 


CF, 


2.4,6-Fa 


H 


162-1G4 


11 


N 


4-Mb-i'IP 


CFj 


2-CI-6-F 


Me 


142-144 


12 


N 


c-PenNH- 


CFj 


2.4.6-F3 


H 


144-146 


13 


N 


GF)(Md)C:iNH 


OF, 


3?,4,6-Fj 


H 


146-149 



[0102] it,-^^?S#-§-2c7)-(l:-^«i H-NMRr- 
:?-(CDCl3, dppm) ;7. 22(1H, 
t).7.46(lH. t),7. 55(1H, d 
t) . 8. 80 ( IH, s) 

[ 0 1 0 3 ] (Xtc. ^m<7)mmmfs.^cr>mmmi^ 



[0 104] 



zmmixM. ^mrA o [ o i o 5 ] 



4 0g 
4 8^ 



mm5 fL^j 



1 035 

2635 
13: 
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OhSr iS^iilS? U , 1 0 %co?LS'JS:#-?. . [0106] 

mmme m\ 

a±^i^-{zm-^ Lxmm^z^^ttm , ^^-^ i o [ o i o ? j 

mmmi mi 

l^LhSr^g-^L. ^Jg**3 $^'a>OTc^-&i-CSie«^ [0109] 

riV^)VKy-\£yx)V-^^ ym.i' V 'J 



1 035 



1 oa 
9oa5 



5^5 
7 395 
2 0gg 

ige 



1 og 

2^5 
1 095 
0. 2g5 
7 3. 



40g|5 
36gB 
1 095 



I.. 

[0 1 10] 

( m.m 1 ) u y ::fw,mmm:m. ( i^ississi ) 
m^x'^^uz. ^iSLX'StmmLfzWt, 'jy^ms.m 

B(yenturia inaequalis) W-Ji"^ 

m^^imi. mmi2mmmzm'om-t2 0'c. iS 



595 

'^'coit-^t^m^izi^jB-Th , 

3.4,6,7,8.10,12 



[0111] iwiSim 2 ) ^ yyyj^^if^x/mm 



w^^-^-y hX'imttz-( yyy (shm ^^tf^o-rhj ) 

^2 0 0 p p mcommizm&tfzmmizmm ttz, i^m 
mux'^mtmb. ^ yyyf^^f}^x/mm Oot. 

r y t i s. c i n e r e a ) immmULfz. tmi 

m'omfsmmcrtm^m (20-0^7 am^^Lt:. 
i,znii^t^. 

it-^^^ :3. 4, 6. 7, 8. 10, 12 
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msffl5i^ft:BaK;^#ier 2-2-1 b*w 



F^'-A(##> 4C050 AAOl BB05 BB06 CC08 EE03 

EE04 FF02 FF05 GG02 GG03 
GG04 HH04 

4H011 AAOl ACOl AC04 ADOl BAOl 

BB09 BC03 BC05 BC07 BC18 

BC19 BC20 DA02 DAI 5 DA16 
DH03 0H14 



